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Connecting vie Winsock to.STN 



i STN International! Enter x:x 



LOOINID : SSSPTA1623ZCT 



Match level : 

1: At ora 2 : At OR) 
15:Atom 16:AtO< 



PASSWORD : 

RECONNECTED TO STN INTERNATIONAL ****** 

SESSION RESUMED IN FILE 'REGISTRY’ AT 07:48:31 ON 17 MAR 2006 
FILE 'REGISTRY' ENTERED AT 07:48:31 ON 17 MAR 3006 
COPYRIGHT <C) 2006 American Chemical Society (ACS) 

COST IN U.S. DOLLARS SINCE FILE 



L3 STRUCTURE UPLOADED 



•> del cui/1 

DELETE CUI/L7 (Y)/N:y 



ENTER SCREEN EXPRESSION OR (END): end 



Uploading C:\Program Filea\Stnexp\Queriea\KINASE INHa CUI et al.a 





Structure attributee muat be viewed uaing STN Expreaa query preparatii 



SINCE FILE TOTAL 

ENTRY SESSION 

4.84 6.57 



FULL ESTIMATED COST 



Connecting via Winsock to STN 



Welcome to STN International) Enter x:x 

LOOINID : SSSPTA1623ZCT 

PASSWORD: 

****** RECONNECTED TO STN INTERNATIONAL ****** 
SESSION RESUMED IN FILE 'REGISTRY' AT 06:27:51 ON 17 MAR 2006 
FILE 'REGISTRY' ENTERED AT 08:27:51 ON 17 MAR 2006 
COPYRIGHT (C) 2006 American Chemical Society (ACS) 

COST IN U.S. DOLLARS SINCE FILE 



(FILE 'HOME' ENTERED AT 07:41:29 ON 17 MAR 2006) 



FILE 'REGISTRY' ENTERED AT 07:41:39 ON 17 MAR 2006 
ACTIVATE CUI/L 



Effective October 17, 2005, 
They are available for your 



http://www.caa.org/infopolicy.html 



ised CAS Information Uae Policieo apply. 



FILE 'CAPLUS' ENTERED AT 07:42:41 ON 17 MAR 2006 

FILE ’ STNGUI DE ' ENTERED AT 07:43:22 ON 17 MAR 2006 

FILE 'REGISTRY' ENTERED AT 07:44:54 ON 17 MAR 2006 
DEL CUI/L 

L3 STRUCTURE UPLOADED 

L4 QUE L3 

-> S 13 

SAMPLE SEARCH INITIATED 08:28:04 FILE 'REGISTRY' 

SAMPLE SCREEN SEARCH COMPLETED - 396 TO ITERATE 

100.0% PROCESSED 396 ITERATIONS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 

SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS: ONLINE “COMPLETE** 

BATCH * ‘COMPLETE* • 

PROJECTED ITERATIONS: 6727 TO 9113 

PROJECTED ANSWERS: 640 TO 1520 



■> a 13 asa full 

FULL SEARCH INITIATED 08:28:12 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 8144 TO ITEI 






L7 ANSWER 1 OF 1 CAPLUS COPYRIGHT 2006 ACS on STN ' > ' 

AN 2004:740294 CAPLUS 

DN 141:260769 

TI Preparation of aminoheteroaryl compounds ae protein kinase inhibitors 
IN Cui, Jingjong Jean 

PA Sugen, Inc., USA; Bhumralkar, Dilip; Botroua, Iriny; Chu Ji Yu; Funk, Lee 

A; Hanau, Cathleen Elizabeth; Harris, □. Davis, Jr,; Jia, Lei; et al . 

SO PCT Int. Appl . , 312 pp. 

CODEN: PIXXD2 
DT Patent 

LA English 

FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 

PI WO 2004076412 A2 20040910 WO 2004-US549S 20040226 

WO 2004076412 A3 20041229 

W: AE, AG, AL, AM. AT, AU, AZ, BA, BB, BG, BR. BW. BY, BZ, CA, CH, 

CN, CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI, GB, GD, 

GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE, KQ, KP, KR, KZ, LC, 

LK, LR, LS, LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NA, NI 

RW: BW, GH, GM, KE , LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW, AT, BE, 

BG, CH, CY, CZ, DE, DK, EE, ES, FI, FR, GB, GR, HU. IE, IT, LU, 

MC, NL, PT, RO, SE, SI. SK, TR, BF, BJ. CF, CG, Cl. CM. GA, GN, 

GQ, GW, ML, MR, NE , SN, TD, TG 

CA 2517256 AA 20040910 CA v 20040226 



IE, SI. LT, 
NO 2005004060 
PRAI US 2003-449S88P 
US 2004 - 540229P 
WO 2004-US549S 
OS MARPAT 141:260769 



FILE 'CAPLUS' ENTERED AT 08:28:17 ON 17 MAR 2006 

USE IS SUBJECT TO THE TERMS OP YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS* FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 

The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 



SINCE FILE TOTAL 

ENTRY SESSION 

6.20 179.71 



FILE 'REGISTRY' ENTERED AT 08:35:09 ON 17 MAR 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 



Property values tagged t 
provided by InfoChem. 



the ZIC/VINITI data file 




NHj 

G1 C , O, S , N 



Structure attributes must be viewed using STN Express query preparation. 



«> s 112 sss full 

FULL SEARCH INITIATED 08:40:21 FILE ' REGISTRY ’ 

FULL SCREEN SEARCH COMPLETED - 8171 TO ITERATE 

100.04 PROCESSED 8171 ITERATIONS 1526 ANSWERS 

SEARCH TIME: 00.00.01 

L14 1526 SEA SSS PUL L12 

-> s 114 not 6 

75S9499 6 

LI 5 252 L14 NOT 6 

•> file caplus 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 342.16 521.87 

FILE 'CAPLUS' ENTERED AT 08:40:58 ON 17 MAR 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which record* in this databaae refer i« 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 

The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 17 Mar 2006 VOL 144 ISS 13 
FILE LAST UPDATED: 16 Mar 2006 (20060316/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

http://www.cas.org/infopolicy.html 

-> s 115 

L16 131 LI 5 



COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 0.46 522.33 

FILE 'REGISTRY' ENTERED AT 08:41:10 ON 17 MAR 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 15 MAR 2006 HIGHEST RN 877033-93-7 

DICTIONARY FILE UPDATES: 15 MAR 2006 HIGHEST RN 877033-93-7 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH January 6, 2006 

Please note that search-term pricing does apply when 
conducting SraartSELECT searches. 



• The CA roles and document type information have been removed from 

• the IDE default display format and the ED field haa been added, 

* effective March 20. 2005. A new display format, IDERL, is now 

* available and contains the CA role and document type information. 



Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : //www . cas . org/ONLINE/UG/regprops . html 

■> ....Testing the current file.... screen 

ENTER SCREEN EXPRESSION OR (END) : end 



Uploading C:\Program Files\Stnexp\Queries\KINASE INHs CUI et al.str 





chain nodes : 

7 8 9 10 

ring nodes : 

1 2 3 4 5 6 15 16 17 18 19 20 

chain bonds : 

1-7 2-8 4-15 8-9 9-10 
ring bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 15-16 15-20 16-17 17-18 18-19 19-20 

exact/norm bonds : 

1-7 2-8 8-9 9-10 

exact bonds 

4-15 

normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 15-16 15-20 16-17 17-18 18-19 19-20 

isolated ring systems : 
containing 1 : 



Match level : 

1 : Atom 2 :Atom 3 : Atom 4:Atom 5 : Atom 6 : Atom 7:CLASS 8 -.CLASS 9:CLASS 10:Atom 
15: Atom 16: Atom 17: Atom 18: Atom 19: Atom 20: Atom 







NHj 

G1 C.O,S,N 



Structure attributes must be viewed using STN Express query preparation. 



■> s 117 sub»114 full 

FULL SUBSET SEARCH INITIATED 00:44:40 FILE 'REGISTRY' 

FULL SUBSET SCREEN SEARCH COMPLETED - 1040 TO ITERATE 

100.04 PROCESSED 1040 ITERATIONS 994 ANSWERS 

SEARCH TIME: 00.00.01 

L19 994 SEA SUB-L14 SSS FUL L17 



» > file caplus 
COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
42.04 



TOTAL 

SESSION 

564.37 



FILE 'CAPLUS' ENTERED AT 08:44:51 ON 17 MAR 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT . 

PLEASE SEE "HELP USAGETERMS* FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



L17 STRUCTURE UPLOADED 

•> que LI 7 
L18 QUE L17 
-> d 117 

L17 HAS NO ANSWERS 
L17 STR 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 

The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 17 Mar 2006 VOL 144 ISS 13 
FILE LAST UPDATED: 16 Mar 2006 (20060316/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

http : // www. cas . org/infopolicy . html 




*» S 119 

L20 1 L19 

■ » d 



L2 0 ANSWER 1 OF 1 CAPLUS COPYRIGHT 2006 ACS on STN 
AN 2004:740294 CAPLUS 
DN 141:260769 

TI Preparation of aminoheteroaryl compound* it protein kinase inhibitor* 

IN Cui, Jingjong Jean 

PA Sugen, Inc., USA; Bhumralkar, Dilip; Botroua, Iriny; Chu Ji Yu; Funk, Lee 
A; Hanau, Cathleen Elizabeth; Harri*, G. Divia, Jr,; Jia, Lei; et al. 

SO PCT Int. Appl . , 312 pp. 

CODEN: PIXXD2 
DT Patent 
LA English 
FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI WO 2004076412 
WO 2004076412 

W: AE, AO, AL, 

CN, CO, CR. 
GE, GH, GM, 
LK, LR, LS, 
RW; BW, GH, GM, 
BG, CH, CY, 



GQ, GW. ML, 
CA 2517256 
US 2005009840 
EP 1603570 

R: AT, BE, CH. 

IE, SI. LT, 
NO 2005004080 
PRAI US 2003 -449588 P 
US 2004 -540229P 
WO 2004 -USS495 
OS KARPAT 141:260769 



A2 

A3 

AM. 

CU, 



20040910 WO 2004-US5495 
20041229 



AT, AU, 
CZ, DE, 



BR. BW, 
EE, EG, 



BY, 

ES, 



20040226 



BZ, CA, CH, 
FI, OB, GD, 



LT, LU, LV, MA, 
KE, LS, MW, MZ, 



AA 20040910 
Al 20050113 
A2 20051214 
DE, DK, ES, FR, 
LV, FI, RO, MK, 
A 20051121 

P 20030226 

P 20040129 

W 20040226 



MD, m. MK, MN, MW, 

SD, SL, SZ. TZ. UO, 

ES, PI, FR, GB, OR, 

TR, BF, BJ, CF, CG, 

TG 

CA 2004-25172S6 
US 2004-786610 
EP 2004-715001 
GB, GR, IT, LI. LU, 

CY, AL, TR, BG, CZ, 

NO 2005-4080 



MZ, NA, NI 
ZW, AT, BE, 
IE, IT, LU, 
CM, GA, ON, 



20040226 
20040226 
20040226 
SE, MC, PT, 
HU, SK 

20050901 



«> file reg 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
1.60 



TOTAL 

SESSION 

565.97 



FILE ’REGISTRY’ ENTERED AT 08:45:05 ON 17 MAR 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 



Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 



* The CA role* and document type information have been removed from • 

• the IDE default display format and the ED field ha* been added, * 

• effective March 20, 200S. A new display format, IDERL, i* now • 

* available and contain* the CA role and document type information. • 



Structure search iteration limita have been increaaed. See HELP SLIMITS 
for detail* . 

REGISTRY include* numerically searchable data for experimental and 
predicted properties a* well a* tag* indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to; 

http://www.cas.org/GNLINS/UG/regpropB.html 

■> a 114 not 16 

L21 459 L14 NOT L6 

- > file caplu* 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 0.44 566.41 

FILE ’CAPLUS' ENTERED AT 08:45:2S ON 17 MAR 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the article* to which record* in thi* database refer i* 
held by the publisher* listed in the PUBLISHER (PB) field (available 
for record* published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 

The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of thi* information, without the prior written consent of cas, is 
strictly prohibited. 

FILE COVERS 1907 - 17 Mar 2006 VOL 144 ISS 13 
FILE LAST UPDATED: 16 Mar 2006 (2OO60316/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at : 

http : //www . cas . org/inf opol icy . html 

-> s 121 

L22 144 L21 

m> d 1-144 ibib aba hitatr 



STRUCTURE FILE UPDATES: 15 MAR 2006 HIGHEST RN 877033-93-7 

DICTIONARY FILE UPDATES: 15 MAR 2006 HIGHEST RN 877033-93-7 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 



L22 ANSWER 1 OF 144 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



TSCA INFORMATION NOW CURRENT THROUGH January 6, 2006 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 



CODEN : CNXXEV 

DOCUMENT TYPE: Patent 

LANGUAGE: Chinese 

FAMILY ACC. NUM. COUNT: 1 

PATENT INFORMATION: 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 



SOURCE : 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 

□ I 



CAPLUS COPYRIGHT 2006 ACS on STN 
2006:126063 CAPLUS 
144 : 233593 

Nickel complex catalyst systems and their preparation 
and applications 

Sun, Wenhua; Zhang, Hongjiang; Chang, Fei; Dong, 
Shengkui; Xu, Guiyun; Yang, Haijian 
Petrochins Co., Ltd., Peop. Rep. China 
Faming Zhuanli Shenqing Gongkai Shuomingshu, 23 pp. 



Journal of Medicinal Chemistry (2006), 49(3), 900-910 

CODEN: JMCMAR; ISSN: 0022-2623 

American Chemical Society 

Journal 

English 



CN 1597116 

PRIORITY APPLN. INFO.: 
GI 



A 20050323 CN 2003-156914 

CN 2003-156914 



*20030915 

20030915 



R2 Rl 




AB The catalyst systems for use in addition polymerization of norbomenes contain 
Ni 

complexes I (R1-R3 • H, Me, Et, OMe, phenoxy, halo, etc.; X - C or N atom) 
as main components and aluminoxane cocatalysts. Thus, polymerization of 
norbornene in the presence of I (Rl, R2 - H; R3 - 2- isopropyl; X « C) and 
methylaluminoxanes in PhMe gave a polymer with Mw 1.47 ♦ 106 and 
Mw/Mn 5.5. 

IT 24016-03-3, 2-Amino-3-benzyloxypyridine 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of nickel complex catalysts for addition polymerization of 
norbornene* ) 

RN 24016-03-3 CAPLUS 

CN 2 -Pyrid inamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 




NH2 

0-CH 2 “Ph 




AB Cyclophilin A is involved in many cellular processes, including protein 
folding and intracellular transports. Because cyclophilin A has been 
shown to interact with HIV-1 gag proteins and to enhance the viral 
infectivity, nonimmunosuppreasive cyclophilin A ligands may represent a 
new class of therapeutic agents against HIV. In this paper, a virtual 
screening using structure- and pharmacophore-based design to identify 
original nonpeptidic cyclophilin ligands is reported. Following a lead 
identification of compds . 1- (3-benzyloxypyridin-2 -yl ) -3- <3- 
chlorophenyl ) urea [I; Rl - H, R2 • Cl (II)] and 1- (3-benzyloxypyridin-2- 
yl) -3- (3 -trif luoromethylphenyl) urea [I; Rl - H, R2 - CF3 (III)} (IC50 . 

0.3 jiM) , a series of mole, were synthesized from a diarylurea scaffold 
and evaluated for their in vitro ability to inhibit the cis-trans 
isomerase activity of cyclophilin A. Mol. modifications provided several 
more potent compds., in particular analogs I (Rl - N02, R2 » H) and I (Rl 
» C02Et , R2 » H) with ICS0 of 14 and 20 nM, reep. Then, the effect of 
analogs II and III (Rl - H, R2 - CF3 ) on HIV virion infectivity in both 
immortalized and primary cells was evaluated. Both II and III reduced 
virion infectivity in the replication-defective one-round infection assay, 
but only II impaired wild- type HIV infection in human peripheral blood 
mononuclear cells. 

IT INDEXING IN PROGRESS 

IT 24016-03-3, 2 -Amino-3 -benzyloxypyridine 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(structure-based design, preparation and anti-HIV activity of pyridinyl aryl 
ureas via condensation of benzyloxy (amino) pyridine with either aryl 
isocyanates or isothiocyanates followed by derivatization) 

RN 24016-03-3 CAPLUS 

CN 2 - Pyr idinamine , 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 



L22 ANSWER 2 OF 144 
ACCESSION NUMBER: 
TITLE: 

AUTHOR (S) : 

CORPORATE SOURCE: 



CAPLUS COPYRIGHT 2006 ACS on STN 
2006:20541 CAPLUS 

Structure-based design, synthesis, end biological 
evaluation of novel inhibitors of human cyclophilin A 
Guichou, Jean- Francois; Viaud, Julien; Mettling, 
Clement; Subra, Guy; Lin, Yea-Lih; Chavanieu, Alain 
Centre de Biochimie Structurale, Faculte de Pharmacie, 
UMR 5048 CNRS, UMR 554 INSSRM, UM1, Montpellier, 

34093, Fr. 



.N. ^,NH 2 

cc 

O- CH2- Ph 
REFERENCE COUNT: 



L22 ANSWER 3 OF 144 
ACCESSION NUMBER: 



38 THERE ARE 38 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 

CAPLUS COPYRIGHT 2006 ACS on STN 
2005 : 13S4392 CAPLUS 



RN 107229-64-1 CAPLUS 

CN 2-Pyridinamine, 3- [ (2 . 6-dichlorophenyl ) methoxy] - (9CI) (CA INDEX NAME) 



RN 107229-66-3 CAPLUS 

CN 2-Pyridinamine, 3- (1-naphthalenylmethoxy) - (9CI) (CA INDEX NAME) 



h 2 n^n v 

-CH2-0 — 

S OMe 



RN 107229-61-8 CAPLUS 

CN 2 - Pyridinamine, 3- [(2 -chlorophenyl) methoxy] - (9CI) (CA INDEX NAME) 



RN 117523-95-2 CAPLUS 

CN 2 - Pyridinamine , 3- [ (2- (trif luoromethyl) phenyl] methoxy) - (9CI) (CA INDEX 

NAME) 



RN 107229-62-9 CAPLUS 

CN 2 - Pyridinamine, 3- [ (3-chlorophenyl)methoxy] - (9CI) (CA INDEX NAME) 




-..Xk 



CC..-CT' 






RN 112762-72-8 CAPLUS 

CN 2-Pyridinamine, 3- ( (2-methoxyphenyl) methoxy] - (9CI) (CA INDEX NAME) 



-ch 2 -o — 



RN 151411-41-5 CAPLUS 

CN 2-Pyridinamine, 3- [ (2, 4 -dichlorophenyl) methoxy] - (9CI) (CA INDEX NAME) 





RN 151411-43-7 CAPLUS 

CN 2-Pyridinamine, 3- [ (2, 5-dichlorophenyl) methoxy] - (SCI) (CA INDEX NAME) 



NH 2 

oc"~q 



RN 151411-94-8 CAPLUS 

CN 2-Pyridinamine, 3- [ (2, 4 -difluorophenyl) methoxy] - (9CI) (CA INDEX NAME) 





RN 1S1411-97-1 CAPLUS 

CN 2-Pyridinamine, 3- { (2, 4 , 6 -trif luorophenyl ) methoxy] - (9CI) (CA INDEX NAME) 




RN 151412-08-7 CAPLUS 

CN 2-Pyridinamine, 3- ( (3-chloro-2- fluorophenyl) methoxy] - (9CI) (CA INDEX 
NAME) 



RN 642084-16-0 CAPLUS 

CN 2-Pyridinamine. 3 - [ (3 , 4 -dimethylphenyDmethoxyJ - (9CI) (CA INDEX NAME) 







REFERENCE COUNT: 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR(S) 



CORPORATE SOURCE: 
SOURCE : 

PUBLISHER; 
DOCUMENT TYPE: 
LANGUAGE 



CAPLUS COPYRIGHT 2006 ACS on STN 
2004:1141976 CAPLUS 
142:211414 

Fragment -Baaed Lead Diecovery Uaing X-ray 
Cryotal lograpby 

Hartahom, Michael J. ; Murray, Chriatopher W.; 

Cleaaby, Anne; Frederickson, Martyn; Tickle, Ian J.; 
Jhoti, Harren 

Aatex Technology, Cambridge, CB4 0QA, UK 
Journal of Medicinal Chemiatry (2005) , 48(2), 403-413 
CODEN: JMCMAR; ISSN; 0022-2623 
American Chemical Society 
Journal 
Engl iah 

Fragment acreening offera an alternative to traditional acreening for 
diacovering new leada in drug diacovery programa. Thia paper deacribea a 
fragment acreening methodol . baaed on high throughput x-ray cryatallog. 

The method ia illuatrated againat five proteina (p38 MAP kinaae, CDK2 , 
thrombin, RNaae A, and PTP1B) . The fragmenta identified have weak potency 
(>100 pM) but are efficient bindera relative to their aize and may 
therefore reprcaent auitable atarting pointa for evolution to good quality 
lead compda. The examplea illuatrate that a range of mol. interactiona 
(i.e., lipophilic, charge-charge, neutral hydrogen bonda) can drive 
fragment binding and alao that fragmenta can induce protein movement. The 
authora believe that the method haa great potential for the diacovery of 
novel lead compda. againat a range of targeta, and the companion paper 
illuatratea how lead compda. have been identified for p3B MAP kinaae 
atarting from fragmenta auch aa thoae described in thia paper. 

24016-03-3 

RL: PAC (Pharmacological activity); PRP (Properties); BIOL (Biological 
study) 

(fragment -baaed lend diacovery uaing x-ray cryatallog.) 

24016-03-3 CAPLUS 

2-Pyridinamine, 3- (phenylmethoxy) - (9CI) 



(CA INDEX NAME) 




NHa 

0-CH2- Ph 



REFERENCE COUNT: 



63 THERE ARE 63 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



Identification of Novel p3B u MAP Kinaae 
Inhibitora Uaing Fragment -Baaed Lead Generation 
Gill, Adrian L.; Fraderickaon, Martyn; Cleaaby, Anna; 
Woodhead, Steven J.; Carr, Maria G. ; Woodhead, Andrew 
J.; Walker, Margaret T.; Congreve, Milea S.; Devine, 
Lindaay A. ; Tiai, Dominic; O'Reilly, Marc; Senvcra, 
Liaa C. A.; Davia, Deborah J.; Curry. Jayne; Anthony, 
Rachel; Padova, Aleaaandro; Murray, Chriatopher W . ; 
Carr, Robin A. 8.; Jhoti, Harren 
Aatex Technology, Cambridge, CB4 OQA, UK 
Journal of Medicinal Chemiatry (2005), 48(2), 414-426 
CODEN: JMCMAR; ISSN: 0022-2623 
PUBLISHER; Amorican Chemical Society 

DOCUMENT TYPE: Journal 

LANGUAGE: Engl iah 

OTHER SOURCE ( S ) : CASREACT 142:190235 

AB We deacribe the atructure-guided optimization of the mol. fragmenta 
2 -amino- 3 -benzyloxypyridine 1 (IC50 1.3 mM) and 3 - (2 - (4 - 
pyridyl) ethyl) indole 2 (IC50 35 pM) identified uaing X-ray cryatallog. 
acreening of p38a MAP kinaae. Uaing two aep. caae acudiea, the 
article focuaea on the key compda. ayntheaized, the atructure-act ivity 
relationship# and the binding mode observations made during thia 
optimization proceaa, reaulting in two potent lead aeriea that demonstrate 
aignificant increase! in activity. We deacribe the proceaa of compound 
elaboration either through the growing out from fragmenta into adjacent 
pockets or through the conjoining of overlapping fragment# and demonstrate 
that we have exploited the mobile conserved activation loop, consisting in 
part of Aspl6B- Phel69-Glyl70 <DF0) , to generate aignificant improvements 
in potency and kinaae selectivity. 

IT 24016-03-3 107229-64-1 107229-66-3 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(Identification of Novel p36 u MAP Kinaae Inhibitors Uaing 
Fragment -Baaed Lead Generation) 

RN 24016-03-3 CAPLUS 

CN 2-Pyridinamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 







NH2 



O-CH2- Ph 



RN 107229-64-1 CAPLUS 

CN 2-Pyridinamine, 3- l (2, 6-dichlorophenyl)methoxy] - (9CI) (CA INDEX NAME) 




RN 107229-66-3 CAPLUS 

CN 2-Pyridinamine, 3 - ( 1 -naphthalenylmethoxy) - (9CI) (CA INDEX NAME) 
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O— CH2~ Ph 




REFERENCE COUNT: 



41 THERE ARE 41 CITED REFERENCES AVAILABLE FOR THIS 
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CAPLUS COPYRIGHT 2006 ACS on STN 
2004:991160 CAPLUS 
142:114018 

Glyoxylic Acid and MP-Glyoxylate : Efficient 
Formaldehyde Equivalenta in the 3-CC of 2-Aminoazinea, 
Aldehydes, and Isonitrilea 
Lyon, Michael A.; Kercher, Timothy S. 

Array BioPharma Inc., Boulder, CO, 80301, USA 

Organic Letters (2004), 6(26), 4989-4992 

CODEN: ORLEF7 ; ISSN: 1523-7060 

American Chemical Society 

Journal 

Engl iah 

CASREACT 142:114018 






i 




NHR2 II 



AB Glyoxylic acid, either in solution or immobilized on MP-carbonate 
(MP-glyoxylate; MP ■ macroporoua polystyrene) , participates in an 
uncatalyzed three- component coupling with 2-aminoazines, e.g. I (X » CH, 

Rl - H, 3 - PhCHSO , 4-Et, S-Cl. S-Ph; X - N, R1 - H, 5-Me, 6-C1), and 
isonitrilea R2NC (R2 - Mc3CCH2CMe2, Me02CCH2, Ph, 4-C1C6H4, 2,6-Me2C6H3, 
etc.) to afford novel 2-unsubstituted 3-amino-imidazoheterocycles, e.g. 

II. MP-glyoxylate serves as a particularly efficient and exptl. 
convenient formaldehyde equivalent and readily liberates products through 
decarboxylation/self-releese from the resin. These examples furthermore 
constitute the first application in which MP-carbonate serves as a solid 
support for transformation# involving carboxylic acida. 

IT 24016-03-3 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of amino-subatituted imidazopyridines , imidazopyrazinea and 
analogs via three -component coupling of aminoazines with isonitrilea 
and free or polymer-bound glyoxylic acid as HCHO equivalent) 

RN 24016-03-3 CAPLUS 

CN 2-Pyridinamine, 3- (phenylmethoxy) - (9CI) (CA INDEX NAME) 



REFERENCE COUNT: 



24 THERE ARE 24 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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SOURCE: 



CAPLUS COPYRIGHT 2006 ACS on STN 
2004:740294 CAPLUS 
141:260769 

Preparation of aminohoteroaryl compounds as protein 
kinase inhibitors 
Cui, Jingjong Jean 

Sugen, Inc., USA; Bhumralkar, Dilip; Botrous, Iriny; 
Chu Ji Yu; Funk, Lee A; Hanau, Cathleen Elizabeth; 
Harris, G. Davis, Jr,; Jia, Lei; et al . 

PCT Int. Appl . , 312 pp. 

CODEN: PIXXD2 



DOCUMENT TYPE : Patent 

LANGUAGE; English 

FAMILY ACC. NUM. COUNT: 1 

PATENT INFORMATION: 



PATENT NO. 



KIND DATE APPLICATION NO. DATE 



WO 2004076412 
WO 2004076412 

W; AE. AG, AL, 
CN, CO, CR, 
GE, GH, GM, 
LK, LR, LS, 
RW: BW. GH. GM, 
BG, CH, CY, 
MC, NL, PT. 
GO, GW, ML, 
CA 2517256 
US 200S009840 
EP 1603570 

R: AT, BE, CH, 

IE, SI, LT, 
NO 2005004080 
PRIORITY APPLN. INFO.: 



A2 

A3 

AM, 

cu. 

HR, 

LT, 

KE, 

CZ, 

RO, 

MR. 

AA 

Al 

A2 

DE, 

LV, 

A 



20040910 
20041229 
AT, AU, AZ, 
CZ, DE, DK, 
HU, ID, XL, 
LU, LV, MA, 
LS, MW, MZ, 
DE, DK, EE, 
SE, SI, SK, 
NE. SN, TD, 
20040910 
200S0113 
20051214 
DK, BS, FR, 
FI, RO, MK, 
20051121 



WO 2004-US5495 

BA, BB, BG, BR, BW, 

DM, DZ, EC, EE, EG, 

IN. IS, JP, KE, KG, 

MD, MG, MK, MN, MW, 

SD, SL, SZ, TZ, UG, 

ES. FI, FR, OB, OR, 

TR, BF, BJ, CF, CG, 

TO 

CA 2004 -2S17256 
US 2004-786610 
EP 2004-715001 
GB, GR. IT, LI, LU, 

CY, AL. TR. BG, CZ. 

NO 2005-4080 



US 2003-449568P 



US 2004 - 540229P 
WO 2004-USS495 



20040226 

BY, BZ, CA, CH, 
ES, FI, GB, GD, 
KP, KR, KZ, LC, 
MX, MZ, NA, NI 
ZM. ZW, AT, BE, 
HU, IE, IT, LU, 
Cl, CM, GA, GN, 

20040226 
20040226 
20040226 
NL, SE, MC, PT, 
EE, HU, SK 

20050901 
P 20030226 
P 20040129 
W 20040226 



OTHER SOURCE ( S ) : MARPAT 141:260769 

QI 




AB 



The title aminopyridines and eminopyrazinee (I; Y ■ N. CR11; Rl - aryl, 
heteroaryl, cycloalkyl, etc.; R2 - H, halo, alkyl, cycloalkyl, etc.; Al • 




(CR9R10) nA2 (with proviso*); R9, RIO - H, halo. alkyl, cycloalkyi, etc.; n 
- 0-4; A2 » aryl, heteroaryl, cycloalkyl, heterocyclic; Rll - halo, alkyl, 
alkoxy, etc.) which have activity as protein kinase inhibitors, including 
as inhibitors of c-MET (IC50 value* given), were prepared E.g., a 
multi-step synthesis of 3- (3-methoxybenzyloxy) -5-phenylpyridin-2-amine, 
was given. 

IT 756508- 98-2P 

RL: PA C (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of substituted aminopyridines and aminopyrazines as protein 
kinase inhibitors) 

RN 756508- 98-2 CAPLUS 

CN 3-Pyridinecarbonitrile, 6-amino-5- fl- (2, 6-dichloro-3- fluorophenyl) ethoxy) - 
(9CI) (CA INDEX NAME) 




IT 



756508-56-2P 
75650B-59-5P 
75650B- 62-OP 
756S0B- 65-3P 
756500- 68-6P 
756S0B-73-3P 
75650B-76-6P 
75650B-79-9P 
756508- B2-4P 
756508- B5-7P 
756508-99-3P 
756509-02-IP 
7 56509 -05-4 P 
756509-12-3P 
756509-25-8P 
7 56509 - 89-4 P 
756509 -95- 2P 
756510-01-7P 
756510-07- 3P 
756511-23-6P 
756515 -66- 9P 
756515-69- 2P 
756515 -72-7P 
756515-75-OP 
756515 -7B- 3P 
756515 - 81- 8P 
756515-84 - IP 
756515-8B-5P 
756515-91-OP 
756515-94 - 3P 
756515 -97- 6P 
7S6516-00-4P 
756516-03 -7P 
756516-06-0P 
756516-09-3P 
756516-12-BP 
7S6516-15-1P 



75650B-57-3P 
75650B-60-8P 
75650B-63-1P 
75650B-66-4P 
75650B-69-7P 
7565 OB- 74 -4P 
756508- 77-7P 
75650B-80-2P 
75650B-83-5P 
756508-86- BP 
756509-00-9P 
756 5 09 - 03 - 2P 
756509- 06-5P 
756 509- 13 -4 P 
756509- 30 -5P 
756509-91-BP 
756509- 97-4P 
756510-03 -9P 
756510-10-BP 
756511- 24 -7P 
756515-67-OP 
756515-70-5P 
756515-73 - BP 
756515 -76-IP 
756515 -79-4P 
756515 - 82-9P 
756515-B5-2P 
756515 ♦ 89 »6P 
756515 - 92-IP 
756515- 95 -4P 
756515 - 98 -7P 
756516-01-5P 
756516-04-BP 
756516-07-IP 
756516-10-6P 
756516-13- 9P 
756516-16- 2P 



756508-S8-4P 
756508-61-9P 
75650B-64-2P 
756508-67-5P 
756508-70- OP 
75650B-75-SP 
756506-70- 8P 
756508- 81- 3P 
756S0B - 84 - 6P 
75650B- 87- 9P. 
756509- 01- OP 
75650 9- 04 - 3P 
756509- 07- 6P 
756509- 16-7P 
756509- 86- IP 
756509 - 93 - OP 
756509* 99- 6P 
756510- 05- IP 
756510-75-5P 
756515- 65- BP 
756515 - 6B-1P 
756515-71- 6P 
756515-74 - 9P 
756515-77- 2P 
756515- 80- 7P 
756515-83-OP 
756515- B7-4P 
756515-90- 9P 
756515-93 - 2P 
756515- 96 -5F 
756515-99- BP 
756516-02-6P 
756516-OS-9P 
756516-08-2P 
756516-11-7P 
756516-14-OP 
756516-17-3P 



7565 16 - 1 0 - 4 P 756516-19-5P 756516-20-8? 

756516-21- 9P 7S6S16-22-0P 756516-23-IP 
756516- 24 - 2P 756516-25-3P 756516-26-4P 
756 516 - 27- 5P 756516-2B-6P 756516-29-7P 
756516-30-0P 756516-31-IP 756516-32-2P 
756516-3 3 - 3P 756516-34-4P 756S16-35-5P 
756 516 - 3 6 - 6P 7S6516-37-7P 756516-38-8P 
756516 -39-9P 756516-40-2P 756516-41-3P 
756 516 -4 2- 4 P 756516-43-5P 756516-44-6P 
756516-45-7P 7S6516-46-8P 756516-47-9P 
756516-48-OP 756S16-49-1P 756S16-50-4P 
756516-51-5P 756516-52-6P 756516-53-7P 
756516-54-BP 7S6516-S5-9P 756516-56-OP 
756516- 57 - IP 756516-58-2P 756516-59-3P 
756516-60- 6P 756516-61-7P 756516-62-BP 
75 651 6 - 63 - 9P 756516-64-OP 756516-65-IP 
756516-66-2P 756516-67-3P 756516-68-4P 
756516-69-SP 756516-70-8P 756516-71-9P 
756516-72-OP 756516-73-IP 756516-74-2P 
756516-75- 3P 756516-76-4P 756516-77-5P 
756516-78- 6P 756516-79-7P 756516-80-0P 
7S6516-81-1P 756516- 02- 2P 756S16-83-3P 
756516- 84 -4P 756516-65-5P 756S16-86-6P 
756516-87-7P 756516-88-8P 756516-89-9P 
756516- 90- 2P 756516-91-3P 756S16-92-4P 
756516-93-5P 756516-94-6P 756516-95-7P 
756516-96- 8P 756516-97-9P 756S16-98-0P 
756516-99-IP 756517-00-7P 756517-01-8P 
756517- 02 - 9P 756517-03-OP 756517-04-IP 
756517- 05- 2P 756517-06-3P 756517-07-4P 
756517- 0B- 5P 756517-09-6P 756517-10-9P 
756517* 1 1- OP 7 5 6517-12- IP 756517-13-2P 
7 56517- 14 - 3P 756517-15-4P 756317-16-5P 
756517-17-6P 756517-1B-7P 756517-19-BP 
7 56517- 2 0- IP 756517-21-2P 756517-22-3P 
756517-23-4P 756517-24-5P 756517-25-6P 
756517-26-7P 756517-27-BP 756517-28-9P 
756517 -29-OP 756517-30-3P 756517-31-4P 
756517-32-5P 756517-34-7P 756517-36-9P 
756517 - 37- OP 756517-39-2P 756517-40-5P 
756517 -42-7P 756517-44-9P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of substituted aminopyridines and aminopyrazines as protein 

kinase inhibitors) 

RN 756S0B- 56-2 CAPLUS 

CN 1- Pyrrol idinecarboxamide , N- [3- [6-amino-5- [1- (2 , 6-dichloro-3- 

fluorophenyl ) ethoxy} -3 -pyridinyl) -2-propynyl] -2- (1 -pyrrol idinylmethyl) - , 

(2S) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Relative stereochemistry. 




RN 756508-57-3 CAPLUS 

CN 1-Piparazinecarboxamide, N- [3- (6 -amino- 5- (1- (2 , 6-dichloro-3- 

fluorophenyl) ethoxy) -3-pyridinyl] -2-propynyl] -4-methyl- (9CI) (CA INDEX 
NAME) 




CN Urea. N- [3- (6-amino-S- (l- (2 , 6-dichloro- 3- fluorophenyl ) ethoxy] -3-pyridinyl] - 
2-propynyl] -N’- (1-methyl -4 -piperidinyl) - (9CI) (CA INDEX NAME) 




RN 756508-58-4 CAPLUS 

CN 1- Piperidinecarboxamide, N- [3- (6 -amino- 5- [1- ( 2 , 6-dichloro- 3 - 

fluorophenyl) ethoxy] -3-pyridinyl] -2-propynyl] -4- ( 1-pyrrol idinyl) - (9CI) 
(CA INDEX NAME) 



RN 756508-61-9 CAPLUS 

CN Urea, N- [3- |6-amino-5- [1- (2, 6-dichioro-3 - fluorophenyl ) ethoxy ] -3-pyridinyl] - 
2-propynyl] -N' - {3- (1-pyrrol idinyl) propyl) - (SCI) (CA INDEX NAME) 





V CH2~C=C 



NH 

I 

c— o 

t 

NH 

I 

(CH 2 )3 



RN 756508-59-5 CAPLUS 

CN 1- Piperazinecarboxamide, N- [3- [6-amino-S- (1- (2 , 6-dichloro-3- 

fluorophenyl) ethoxy) -3-pyridinylJ -2-propynyl) -3, 5-dimethyl- , (3R, 5S) -rel- 

(9CI) (CA INDEX NAME) 



o 




Cl 



RN 756508-99-3 CAPLUS 

CN 3-Pyridinecnrbonitrile, 6-amino-S- [l- (2 , 6-dichloro- 3-cyanophenyl ) ethoxy] - 
(9CI } (CA INDEX NAME) 



N y*° 

(Y'O 



RN 756509-00-9 CAPLUS 
CN 3-Pyridinemethanamine, 
(9CI ) (CA INDEX NAME) 



CH2~NH 3 

"Sr 



0-5- {l- (2 , 6-dichloro-3-fluorophenyl)ethoxy] - 



RN 756509-01-0 CAPLUS 

CN 1- Pyrrol id ine carboxamide, N-[(6-amino-5-[l-(2 ( 6-dichloro-3- 

fluorophenyl) ethoxy] -3 -pyridinylj methyl] -2- (1 -pyrrol idinylwethyl) - , (2R) - 

(9CI ) (CA INDEX NAME) 



r n_ 1 

O-CH 



S-NH-CH2 N 




RN 756509-05-4 CAPLUS 

CN 2-Pyridinamine, 3- [1- (2 , 6-dichloro-3-fluorophenyl) ethoxy) -5-ethenyl- (9CI) 
(CA INDEX NAME) 







RN 756509-06-5 CAPLUS 

CN 1, 2-Ethanediol . 1 - (6-amino- 5- {1- (2 , 6-dichlo: 
pyridinyl] - , (IS)- (9CI) (CA INDEX NAME) 



0-3 -fluorophenyl) ethoxy] -3- 




RN 756509-07-6 CAPLUS 

CN 1, 2-Ethanediol , 1- {6-amino-5- (1- (2, 6-dichloro- 3- f luorophenyl ) ethoxy) -3- 
pyridinyl}-, (1R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 




RN 756509-25-8 CAPLUS 

CN 2-Pyridinamine, 5-brorao-3- ( (3-fluoro-6, 7, B, 9-tetrahydro-5H- 
benzocyclohepten- S-yl ) oxy] - (9CI) (CA INDEX NAME) 




RN 756509-89-4 CAPLUS 

CN 2-Pyridinaaine, 3- (1- (2-chloro-3 , 6-difluorophenyl)ethoxy] -5- (2- 
ethylbutoxy) * , mono (trif luoroacetate) (9CI) (ca INDEX name) 



RN 756509- 30*5 CAPLUS 

CN 2- Pyridinamine. S-bromo-3- {1- <2-chloro-3- f luorophenyl > ethoxy) - (9CI) (CA 
INDEX NAME) 




RN 756509-86-1 CAPLUS 

CN 2- Pyr id inamine , 3- (1- (3-chloro-3, 6-dif luorophenyl) ethoxy) -5- 

(phenylraethoxy) - , mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



756509-91-8 CAPLUS 

2-Pyridinamine, 3- (1- (2 -chloro-3 , 6-dif luorophenyl) ethoxy) -5- (3- 
methylbutoxy) - , mono (trif luoroacetate ) (9CI) (CA INDEX NAME) 



0-C«2“ CH2“CHMe2 



P—C-CO2H 



RN 756509-93-0 CAPLUS 

CN 2-Pyridinamine, S-butoxy-3- (1- (2-chloro-3, 6-dif luorophenyl) ethoxy] - 
mono (trif luoroacetate) (9C1) (CA INDEX NAME) 



RN 756509-99-6 CAPLUS 

CN 3 - Pyridinol , 6-amino-S- [1- (2-chloro*3, 6 - di f luorophenyl ) ethoxy) - 

mono (trifluoroacetate) (aalt) (9CI) (CA INDEX NAME) 



Cl 



CRN 756509-98-5 

CMP C13 HI 1 Cl F2 N2 02 




RN 756515- 89-6 CAPLUS 

CN 3-Pyridinecarboxamide . 6-aoino-5- I (2, 6-dichlorophenyl ) methoxy) -N- [ (2- 
(trifluoromethoxy) phenyl) methyl) - (9CI) (CA INDEX NAME) 




RN 756515-90- 9 CAPLUS 

CN 1-Piperazineacet amide, 4- ( (6 -amino- 5- t (2 , 6-dichlorophenyl) methoxy} -3- 

pyridinyl) carbonyl) -N- (l-methylethyl) - (9C1) (ca INDEX name) 




RN 756S1S-92-1 CAPLUS 

CN 3-Piperidinecarboxamide, 1- ( [6-amino- 5- [ (2, 6-dichlorophenyl)meehoxy] -3- 
pyridinyl] carbonyl) -N, N-diethyl - (SCI) (CA INDEX NAME) 




RN 756515-93-2 CAPLUS 

CN 1-Piperazineethanol, 4- { (6-amino-S- [ (2, 6-dichlorophenyl ) methoxy] -3- 
pyridinyl] carbonyl] - (9CI) (CA INDEX NAME) 





CH2-CH2-OH 



RN 756515-91-0 CAPLUS 

CN Piperazine, 1 -[ [6-araino- 5- ( (2 , 6-dichlorophenyl ) methoxy] -3- 

pyridinyl) carbonyl] -4- {2- (2-hydroxyethoxy) ethyl) - (9CI) (CA INDEX NAME) 




RN 756515-94-3 CAPLUS 

CN Piperazine, 1- ( [6-amino-S- ( (2, 6-dichlorophenyl) methoxy] -3- 
pyridinyl] carbonyl) -4-methyl- (9CI) (CA INDEX name) 



RN 756515-97-6 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-N- (cyclopropyl (4 -methoxyphenyi) methyl) -5- 
( (2, 6-dichlorophenyDmethoxy) - (9CI) (CA index name) 




RN 756515-95-4 CAPLUS 

CN Piperazine, 1- { (6 -amino- 5- [ (2 , 6 -dichlorophenyl)methoxy] - 3 - 

pyridinyl) carbonyl) -4- [2-OXO-2- (l-pyrrolidinyl)ethyl J - (9CI) (CA INDEX 

NAME) 




NH2 



Cl 




RN 756515-98-7 CAPLUS 

CN 1-Piperazinepropanol, 4- ( (6-amino-S- [ (2 , 6-dichlorophenyl) methoxy] -3- 
pyridinyl) carbonyl] - (SCI) (CA INDEX NAME) 




RN 756515-99-fl CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-S- [ (2 , 6-dichlorophenyl ) methoxy] -N- (3- 
hydroxy-2, 2 -dimethylpropyl ) - (9CI) (CA INDEX NAME) 



RN 756515-96-5 CAPLUS 

CN 2-Piperidineethanol, 1- ( (6-amino-5- [ (2 , 6-dichlorophenyl ) methoxy] -3- 
pyridinyl] carbonyl] - (9CI) (CA INDEX NAME) 





NH 2 Cl 



RN 756S16-00-4 CAPLUS 

CN Morpholine, 4- ( (4- ( (6-amino-S- ( (2, 6 -dichlorophenyl ) methoxy] -3- 

pyridinyl] carbonyl] - 1 -pipcrazinyl] acetyl] - (9CI) (CA INDEX NAME) 




RN 756516-24-2 CAPLUS 

CN 3- Pyridinecarboxamide , 6-aoino-N- [l- (4 -cyanophenyl) ethyl) -S- ((2,6- 
dichlorophenyl ) methoxy) - (9CI) (CA INDEX NAME) 




RN 756516-2S- 3 CAPLUS 

CN 3-Piperidinol, i-((6-araino-5-((2,6-dichlorophenyl)methoxy]-3- 
pyridinyl) carbonyl] - (SCI) (CA INDEX NAME) 




RN 756516-26-4 CAPLUS 

CN 3 -Pyridinecarboxamide, 6-amino-N- (cyanomethyl) -S- { (2, 6- 
dichlorophenyl ) methoxy ] -N-methyl- (9CI) (CA INDEX NAME) 




C-N-CH5-CN 

II I 

O Me 



II I 




NH 2 Cl 



RN 756516-28-6 CAPLUS 

CN 3 -Pyridinecarboxamide, 6-amino-S- [ (2, 6-dichlorophenyl ) methoxy) -N- (2- 
hydroxyethyl ) - (9CI) (CA INDEX NAME) 




NHj Cl 

RN 7S6516- 29-7 CAPLUS 

CN 3 -Pyridinecarboxamide. 6-amino-S- l (2. 6 -dichlorophenyl) methoxy} -N- (2- (4- 

pyridinyl ) ethyl) - (9CI) (CA INDEX NAME) 




RN 756516-30-0 CAPLUS 

CN 3 - Pyridinecarboxamide. 6-amino-S- ( (2, 6-dichlorophenyl ) methoxy] -N- (l- 

( hydroxymethyl ) butyl J - (9CI) (CA INDEX NAME) 



RN 756516-27-5 CAPLUS 

CN 3 -Pyridinecarboxamide, 6-amino-5- ( (2, 6-dichlorophenyl) methoxy] -I 
hydroxybutyi) - (9CI) (CA INDEX name) 




nh 2 Cl 



RN 756516-31-1 CAPLUS 

CN 3 -Pyridinecarboxamide, 6-amino-S- [ (2, 6 -dichlorophenyl) methoxy] -1 
phenoxyethyl) - (9CI) (CA INDEX NAME) 



r- (3. 





nh 2 Cl 

RN 756516-32-2 CAPLUS 

CN Morpholine, 4 -( (6-araino-5- [ (2 . 6-dichlorophenyl ) methoxy] - 3 - 

pyridinylj carbonyl] -2, 6 -dimethyl-, (2R,6S)-rel- (9CI) (CA INDEX NAME) 

Relative atereochemiatry . 




RN 756516-34-4 CAPLUS 

CN 3 - Pyridinecarboxamide , 6-emino-5- [ (2, 6 -dichlorophenyl) methoxy] -N- ( (2,4- 

difluorophenyl) methyl] - (9CI) (CA INDEX NAME) 




RN 756516-35-5 CAPLUS 

CN 3 -Pyridinecarboxamide, 6-amino-S- ( (2 , 6-dichlorophenyl ) methoxy] -N- (3- 
hydroxy- 3 -phenyl propyl) -N-methyl- (9CI) (CA INDEX NAME) 




RN 756516-33-3 CAPLUS 

CN 3 - Pyrrol idinamine , 1- { [6-amino-5- [ (2, 6 -dichlorophenyl) methoxy) -3- 

pyridinyl] carbonyl] -N, N-dimethyl - (9CI) (CA INDEX NAME) 



RN 756516-36-6 CAPLUS 

CN 3 - Pyridinecarboxamide, 6-amino-S- ( (2 , 6 -dichlorophenyl) methoxy] -N- (2- <4- 
hydroxy-3 , 5-dimethoxyphenyl) ethyl) - (9CI) (CA INDEX NAME) 



RN 756516-71*9 CAPLUS 

CN Piperazine, 1- { (6-a»ino-5- { (2 , 6-diehlorophenyl)methoxyl -3- 

pyridinyl J carbonyl] -4- (ethylaul fonyl ) - (9CI) (CA INDEX NAME) 




RN 756516-72-0 CAPLUS 

CN [1,4' - Bipipe ridin) -2 -one, 1’ - [ [6-amino-5- ( <2 , 6-dichlorophenyl) methoxy) -3- 
pyridinyl] carbonyl] - (9CI) (CA INDEX NAME) 





RN 756516-75-3 CAPLUS 

CN Piperidine, 1 - ( [6 -amino- 5- [ (2 , 6 -dichlorophenyl ) methoxy) - 3 - 

pyridinyl] carbonyl] -3- (l-pyrrolidinylcarbonyl) - (9CI) (CA INDEX NAME) 




RN 756516-76-4 CAPLUS 

CN Morpholine, 4- ( [1- [ (6-amino-5- [ (2, 6-dichlorophenyl)methoxy] -3- 

pyridinyl ] carbonyl] - 3 -piperidinyl] carbonyl] - (SCI) (CA INDEX NAME) 



756516-73-1 CAPLUS 

2, a -Diazaapiro [4 . 5] decon- 1 -one , 8- ( [6-amino-S- [ (2,6- 

dichlorophenyl)methoxy] -3-pyridinyl] carbonyl) - (9CI) (ca INDEX name) 




w 



756516-74-2 CAPLUS 

5H-1 , 4 -Diazepin-5-one, 1- [ [6 -amino- 5- [ (2, 6-dichlorophenyl )methoxy] -3- 
pyridinyl) carbonyl] hexahydro- (9CI) (CA INDEX NAME) 




756516-77-5 CAPLUS 

3-Piperidine carboxamide , 1- [ (6-amino-S- [ (2 , 6-dichlorophenyl) methoxy] - 
pyridinyl] carbonyl) -N- (2-methoxyethyl) - (9CI) (CA INDEX NAME) 





756516-78-6 CAPLUS 

3-Pyridinecarboxamide, 6-amino-5- ( (2, 6-dichlorophenyl) methoxy] -N- [ [4- (1- 
hydroxy-l-methylethyl)phenyl]methyl] - (9CI) (CA INDEX NAME) 



756516-81-1 CAPLUS 

3 - Pyridine carboxamide , 6-amino-S- ( (2 , 6-dichlorophenyl ) methoxy] -N-[(5,6- 
dihydroimidazo [2, 1-b] thiazol-3 -yl) methyl] - (9CI) (CA INDEX NAME) 





RN 756516-82-2 CAPLUS 

CN 3-Pyridinecarboxamide , 6-amino-5- [ (2 , 6-dichlorophenyl) methoxy) -N- (2-OXO-3- 
piperidinyl) - (9CI) (CA INDEX NAME) 



RN 756516-79-7 CAPLUS 

CN Pyrrolidine, 1- [ (6-amino-S- [ (2, 6-dichlorophenyl)methoxy] -3- 

pyridinyl] carbonyl] -2- (4-pyridinyl) - (9CI) (CA INDEX NAME) 






NH2 



Cl 



RN 756516-80-0 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-N- [2- (2-benzothiazolyl ) ethyl] -5- [ <2, 6- 
dichlorophenyl ) methoxy) - (9CI) (CA INDEX NAME) 



RN 756516-83-3 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-5- [ ( 2 , 6-dichlorophenyl )mathoxy) -N- ( (2- 
methyl-lK- indol- 5 -yl) methyl] - (9CI) (CA INDEX NAME) 





RN 756516*84-4 CAPLUS 

CN 3- Pyridinecarboxaraide , 6-amino-S- { (2, 6-dichlorophenyl) methoxy] -N- [2- 

< dimethyl amino) -2- (3 -pyridinyl) ethyl] - (9CI) (CA INDEX NAME) 




RN 756516-85-5 CAPLUS 

CN Pyrrolidine, 1- [ [6-amino-5- [ (2 , 6-dichlorophenyl)methoxy] -3- 

pyridinyl] carbonyl} -3- (methylaulfonyl) - (9CI) (CA INDEX NAME) 




Q 




RN 756516-BB-8 CAPLUS 

CN Piperazine, 1- [ (6 - amino- S- [ (2 , 6-dichlorophenyl ) methoxy] - 3- 

pyridinyl] carbonyl] -4- [2- (methyl eulfonyl) ethyl) - (9CI) (CA INDEX NAME) 




Cl I Cl 




RN 756516-89-9 CAPLUS 

CN 3-Pyridinecarboxomide, 6-amino-5- l (2, 6-dichlorophenyl) methoxy) -N- (2- 
hydroxy-1* (3 -pyridinyl ) ethyl) - (9CI) (ca index NAME) 



RN 756516-86-6 CAPLUS 

CN 3-Pyridinecarboxamide, 6-aiaino-5- [ (2 , 6-dichlorophenyl ) methoxy) -N-methyl-N- 
{2- (methylaulfonyl) ethyl] - (9CI) (CA INDEX NAME) 





RN 756516-90-2 CAPLUS 

CN Piperazine, 1- [ [6-amino-S- [ (2, 6-diehlorophenyl)raethoxy] -3- 

pyridinyl) carbonyl] -4- [2-oxo-2- (l-piperidinyl)ethyl) - (9CI) (ca index 
NAME) 




RN 756516-91-3 CAPLUS 

CN Piperidine, 1* [ (6-amino-S- { (2, 6-dichlorophenyl)raethoxyl -3- 

pyridinyl] carbonylj -4- [ (4 -fluorophenyl) methyl] - (9CI) (ca index name) 



RN 756516-93-5 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-N- ( (4 -butoxyphenyl) methyl] -5- [(2,6- 
dichlorophenyl ) methoxy] - (9CI) (CA INDEX NAME) 




RN 756516-94-6 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-S- [ (2, 6-dichlorophenyl) methoxy] -N- [ (4- 
(dif luoromethoxy)phenyl]methyl] - (9CI) (CA INDEX NAME) 



RN 

CN 




756516-92-4 CAPLUS 

3-Pyridinecarboxamide, 6-amino-5- [ (2 , 6-dichlorophenyl) methoxy] -N- [ (3- 
hydroxy- 2 -pyridinyl) met hyl ] - (9CI) (CA index name) 




RN 756516-95-7 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-S- ( (2 , 6-dichlorophenyl ) methoxy] -N- (3- 
hydroxy-l- (4 -met hoxyphenyl) propyl)- (9CI) (CA INDEX NAME) 




RN 756516-96-8 CAPLUS 

CN Piperarinone, 4- { (6-amino-S- [ (2 , 6 -dichlorophenyl ) methoxy) -3 - 
pyridinyljcarbonyl} - (9CI) (CA INDEX NAME) 




RN 756516-99-1 CAPLUS 

CN 3-Pyridinecarboxamide, 6 -amino- 5- ( (2 , 6 -dichlorophenyl ) methoxy] -N- 1(1,3- 
dihydro-2-oxo-3-pyridinyl)methyl] - (9CI) (CA INDEX NAME) 





RN 756516-97-9 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-5* [ (2, 6 -dichlorophenyl) methoxyj -N- ( ]2- 
fluoro-6- (trifluoromethyUphenylJmethyl) - (9CI) (CA INDEX NAME) 



RN 756517-00-7 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-5- [ (2, 6 - dichlorophenyl ) methoxy] -N- (3,4- 
dihydro-6-methyl-2H- l-benzopyran-4-yl) - (9CI) (CA INDEX NAME) 




RN 756516-98-0 CAPLUS 

CN Piperidine, 1- [ [6-amino-5- [ (3 , 6 -dichlorophenyl) methoxy] -3- 
pyridinyl] carbonyl] -3, 3-difluoro- (9CI) (CA INDEX NAME) 



RN 

CN 




RN 756517-02-9 CAPLUS 

CN Piperidine, 1- [ (6-amino-5- [ (2, 6-dichlorophenyl)methoxyl -3- 

pyridinyl) carbonyl) -4 -[( (2- fluorophenyl ) methoxy] methyl] - (9CI) (CA INDEX 
NAME) 




7 56517- 01-8 CAPLUS 

3-Pyridinecarboxamide, 6-amino-5- [ (2, 6 -dichlorophenyl) methoxy] -N- (1-ethyl- 
3 - piper idinyl ) - (9CI) (CA INDEX NAME) 



PAGE 1 -A 




CH2 

CH 3 






CH2-CH2-NH-C' 



0 

1 

ch 2 




PAGE 2 -A 



RN 756517-03-0 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-5- [ (3 , 6 -dichlorophenyl ) methoxy] -N- (2- (l- [2- 
(4 -hydroxyphenyl) ethyl) - 5 -oxo-2 -pyrrolidinyl] ethyl ) - (9CI) (CA INDEX 
NAME) 



RN 756S17-04-1 CAPLUS 

CN Piperidine, l-((6-amino-5-[(2,6-dichlorophenyl)methoxyJ-3- 

pyridinyl] carbonyl} -4 - (pyrazinylmethyl ) - (9CI) (CA INDEX NAME) 




RN 756517-05-2 CAPLUS 

CN Piperidine, 1- [ (6-amino-S- t<3.6-dichlorophenyl)methoxy] -3- 

pyridinyl] carbonyl) -4- | (3- (hydroxymethyl) phenyl} methyl] - (9CI) (CA INDEX 

NAME) 




o 




RN 756517-06- 3 CAPLUS 

CN Benzamide, 4-Ul-n6-amino-5-[(2,6-dichlorophenyl)raethoxy]-3- 

pyridinyl] carbonyl] -4 -piperidinyl] methylj - (9CI) (CA INDEX NAME) 



O 




RN 756517-09-6 CAPLUS 

CN l-0xa- 8-azaapiro [4 .5] decane , 8- [ (6 -amino- 5- l (2. 6-dichlorophenyl } methoxy] -3- 
pyridinyl] carbonyl) -3- (4- hydroxy -1- piper idinyl) - {9C1) (CA INDEX NAME) 




RN 756517-07-4 CAPLUS 

CN l-Oxa-8-azaapiro (4 . 5] decane, B- I {6 -amino- 5- [ (2, 6-dichlorophenyl) methoxy) - 3- 
pyridinyl] carbonyl] -3- (3-oxo- 1-pipe razinyl) - (SCI ) (CA INDEX NAME) 




Cl 




0 




OH 



RN 756517-10-9 CAPLUS 

CN 3 - Pyridine carboxamide , 6-amino-5- [ (2. 6-dichlorophenyl)methoxy) -N-methyl-N- 

(2 - [1 - (2,2, 2 - 1 rif luoroethyl ) -2 -pyrrol idinyl] ethyl] - (9CI) (CA INDEX NAME) 




RN 756517 -08-5 CAPLUS 

CN 4 • Piper idinol , 1- I [6-amino- 5- [ (2 , 6-dichlorophenyl ) methoxy] -3 - 

pyridinyl] carbonyl] -4- ( (diethylamino) methyl] - (9CI) (CA INDEX NAME) 




RN 756517-12-1 CAPLUS 

CN 3-Pyridinecarboxamide, 6 -amino- 5- [ (2 , 6-dichlorophenyl ) methoxy] -N-((5-[[4- 
(hydroxymethyl) -1-piperidinyl] carbonyl] -1, 2 , 4-oxadiazol-3 -ylj methyl ] - 
(9CI ) (CA INDEX NAME) 



756517-11-0 CAPLUS 

4-Piperidinol. 1- [ (6-amino-S- ( (2, 6-dichlorophenyl) methoxy] -3- 
pyridinyl) carbonyl] -4- (2- (4-pyridinyl)ethyl] - (9CI) (CA INDEX NAME) 



Cl 



o 

c — 






RN 756517-13-2 CAPLUS 

CN Piperidine, 1- ( (6-araino-S- ( (2, 6-dichlorophenyl Jmethoxy] -3- 

pyridinyl] carbonyl] -3- (2-pyrimidinylmethyl ) - (9CI) (CA index name) 



RN 756517- 1S-4 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino- 5- [ (2 , 6-dichlorophenyl ) methoxy] -N- [ [trana-4 - 
(3 -methyl- 1,2, 4 -oxadiazol -S-yl) cyclohexyl] methyl] - (9CI) (CA INDEX NAME) 

Relative atereochemiatry . 




?- 

x 2 

N^N 



RN 756517-16-5 CAPLUS 

CN 3-Pyridinecarboxamido , 6-amino-S- ( (2 , 6-dichlorophenyl) methoxy] -N- ( (5- 

( ( (3S) -3-hydroxy-l-pyrrolidinyl] carbonyl] -1,2, 4-oxadiazol-3-yl]methyl] - 
(9CI ) (CA INDEX NAME) 

Abaolute atereochemiatry . 



RN 756517-14-3 CAPLUS 

CN 6-Azaapiro[2.S]octane, 6- ( (6-amino-5- ( (2, 6-dichlorophenyl ) methoxy) -3- 
pyridinyl] carbonyl] -1- (1-piperidinylcarbonyl) - (9CI) (CA INDEX NAME) 



ethyl butyl) -1-oxa- B-azaapiro [4 . 5)dec-3-yl] - (9CI) (CA INDEX NAME) 




RN 7S6517- 17-6 CAPLUS 

CN 5H- 1 , 2 , 4 -Triazolo (4 , 3-d] {1 , 4 J diazepine, 7- [ [6-amino-S- ( (2, 6- 

d ich loropheny 1 ) met hoxy ) - 3 -pyridinyl] carbonyl) -6,7,8, 9- tetrahydro- 3 - [ 3 - ( 4 - 
morpholinyl) ethyl]- (9CI) (CA index name) 



RN 756517-20-1 CAPLUS 

CN 1H- 1 , 4 -Diazepine - 1-acetamide, 4- ( [6-aaino-5- t(2, 6 -diehlorophenyl ) methoxy: 
3 -pyridinyl) carbonyl] hexahydro- 6- (methoxywethyl ) - (9CI) (CA INDEX NAME) 




RN 756517-18-7 CAPLUS 

CN 3 -Py ridinecarboxami.de. 6-amino-5- ( (2 , 6-dichlorophenyl) methoxy) -N- [B- [ 15- 

methyl - 1H- imidazol -4 -yl ) methyl ] - 1-oxa- B-azaapiro [4 . 5)dec-3-yl) - (9CI) (CA 
INDEX NAME) 



RN 756517-21-2 CAPLUS 

CN 3- Pyridinecarboxamide , 6-amino-5- [ (2, 6-dichlorophenyl ) methoxy] -N- [B- (2- 

pyrimidinyl) -1-oxa- B-azaapiro [4 ,S)dec-3-yl] - (9CI) (CA INDEX NAME) 





I 




Cl 



RN 756517-19-8 CAPLUS 

CN 3- Pyridinecarboxamide, 6-amino-5- [ (2, 6 -diehlorophenyl) methoxy] -N- (B- <2- 



RN 756517-22-3 CAPLUS 



CN 3 -Pyridinecarboxamide, 6-amino-5- ( (2, 6 -diehlorophenyl) methoxy] -N- [2- <2- 

methyl - 4 -thiazolyl) ethyl] - (9C1) (CA INDEX NAME) 





RN 756517-23-4 CAPLUS 

CN 1H -Azepin-4 -amine, 1- [ [6-amino-S- ( (2, 6-dichlorophenyl) methoxy] -3- 

pyridinyl] carbonyl] hexahydro-N- (2-hydroxyethyl) -N-propyl- (9CI) (CA INDEX 
NAME) 



RN 756517-25-6 CAPLUS 

CN 3 -Pyridinecarboxamide, 6-amino- 5- I (2 , 6-dichlorophenyl ) methoxy] -N- [8- (4- 
pyridinylmethyl) - 1-oxa- 8 -azaapiro (4 ,5|dec-3-yl] - (9CI) (CA INDEX NAME) 




RN 7S6S17-24 - 5 CAPLUS 

CN IH-Azepine, 1- t (6-amino-S- {{2, 6-dichlorophenyl)methoxy] -3- 

pyridinyl ] carbonyl] hexahydro- 4- (4 -morpholinyl ) - (9CI) (CA INDEX NAME) 




RN 756517-26-7 CAPLUS 

CN 3-Pyrrolidinol , 1- ( [6-amino-S- [ (2, 6-dichlorophenyl)methoxy] -3- 

pyridinyl] carbonyl] -3- [ (2-oxo-l-pyrrolidinyl)methyl] - (9CI) (CA INDEX 
NAME) 




RN 756511-27- 8 CAPLUS 

CN 6-Azaapiro (2 . 5j octane- 1- carboxamide , 6-[[6-amino-5-[(2,6- 

dichlorophenyl) methoxy) - 3 -pyridiny 11 carbonyl! -N- {3 -methylbutyl) - (9CI) 

(CA INDEX NAME) 



CH 2 




C~ NH~ CH2 ” C«2 “ CHMe 2 




RN 756517-29-0 CAPLUS 

CN lH-Azepine, l-[{6-araino-5-[(2,6-dichlorophenyl)methoxy)-3- 

pyridinyl) carbonyl] hexahydro-4- (4- (hydroxymethyl) -1-piperidinylJ - (9Ci; 
{CA INDEX NAME) 



RN 756517-28-9 CAPLUS 

CN 3- Pyrrol idinol, 1- [ (6-amino-5- ] (2. 6-dichlorophenyl)methoxy] -3- 

pyridinyl] carbonyl] -3-1 [methyl 12- (2-pyridinyl) ethyl] amino] methyl] - (9CI) 
(CA INDEX NAME) 




RN 756517-30-3 CAPLUS 

CN 3-piperidinol. 1- [ [6-amino-5- [ (2 , 6-dichlorophenyl)methoxy] -3- 

pyridlnyl] carbonyl] -3- [ {3- f luorophenoxy) methyl] - (9CI) (CA INDEX NAME) 




OH 



RN 756517-31-4 CAPLUS 

CN 2 -Oxa-8 -azaepiro [4.5] decane, 8- [ [6- amino- 5- ( (2 , 6 -dichlorophenyl) met boxy) -3- 
pyridinyl) carbonyl ] -3 - [2 - (4-pyridazinyl ) ethyl ] - (9CI) (CA INDEX NAME) 



CN Piperidine. 1- [ [6-amino-5- [ (2, 6-dichlorophenyl ) methoxy) -3- 

pyridinyl] carbonyl] -4- [ t (S-ethyl - 2 -pyridinyl ) methoxy] methyl) - (9CI ) « 

INDEX NAME) 




RN 756517-34-7 CAPLUS 

CN 3 -Pyridinecarboxamide , 6-amino-5- [ (2, 6-dichlorophenyl ) methoxy] -N- [ {7- 

methylimidazo [1 , 2 -a) pyrimidin- 2-yl ) methyl ] - (9CI) (CA INDEX NAME) 




RN 756517-36-9 CAPLUS 

CN 1,2,4 -Triazolo [4 , 3 -a] pyrazine- 3 -methanol , 7- [ [6 -amino- 5- {(2,6- 

dichlorophenyl ) methoxy) -3 -pyridinyl] carbonyl] -S , 6 , 7 , 8-tetrahydro- (9CI ) 
(CA INDEX NAME) 





RN 756517-32-5 CAPLUS 



CH2~0H 




Ph- CH2~0> 



-X) 



RN 117523-99-6 CAPLUS 

CN Benzonit rile . 2- [ t (3 -araino-3 -pyridinyl ) oxy] methyl 1 - (9CI) (CA INDEX NAME) 




151411-26-6 CAPLUS 

2-Pyridinomine, 3 - ( {2 -chloro- 6 - fluorophenyl ) methoxy) - (9CI) (CA INDEX 

NAME) 





151411-41-5 CAPLUS 

2- Pyridinami.no. 3 - [ (2 , 4 -dichlorophenyl) methoxy] - (9CI) (CA INDEX NAME) 



$09 

nh 2 Cl 



^ >r— CH2-0 — ks 



6420S4-25-1 CAPLUS 

2-Pyridinomine, 3 - l (2 -chloro-4 - fluorophenyl ) methoxy) - (9CI) (CA INDEX 
NAME) 




N<v^ O-CH2 

NH 2 



754230-76-9 CAPLUS 

2 - Pyridinam ine , 5-bromo-3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 



O- CH 2 — 1 XX 




RN 756503 -60-3 CAPLUS 

CN 2-Pyridinamine, 5-bromo-3- ( (2-ehloro-6-fluorophenyl)methoxy] - (9CI) (CA 
INDEX NAME) 




Br 

N<sX o- CH 2 XX 



RN 756503-61-4 CAPLUS 

CN 2-Pyridinamine, 5-bromo-3- ( (2-chloro-4-fluorophenyl)methoxy) - (9CI) (CA 
INDEX NAME) 



UL^-UI 



0-CH 2 

NH 2 



RN 756503-62-5 CAPLUS 

CN 2-Pyridinamine, S-bromo-3- [ (2, 4 -dichlorophenyl) methoxy} - (9CI) (CA INDEX 
NAME) 



N-^s^ 0-CH 2 - 

nh 3 



»-3*pyridinyl) oxy) methyl ) * (9CI) (CA 





RN 151411-43-7 CAPLUS 

CN 2-Pyridinamine, 3 - [ (2 , 5-dichlorophenyl)methoxy] - (9CI) (CA INDEX NAME) 




RN 151411-94-8 CAPLUS 

CN 2-Pyridinamine, 3 - ( (2 , 4-dif luorophenyl) methoxy] - (SCI) (CA INDEX NAME) 




RN 642084-13-7 CAPLUS 

CN 2-Pyridinamine, 3- [ (2 , 3 -dif luorophenyl ) methoxy) - (9CI) (CA INDEX NAME) 




RN 64 2 084- 14 -B CAPLUS 

CN 2-Pyridinamine, 3 -( (3 , 4-dif luorophenyl) methoxy) - (9CI) (CA INDEX NAME) 




RN 151411-97-1 CAPLUS 

CN 2-Pyridinamine, 3- I (2, 4 , 6-trifluorophenyl)methoxy] - (9CI) (CA INDEX NAME) 



RN 642084-15-9 CAPLUS 

CN 2-Pyridinamine, 3- ( (4 -chloro-3 - fluorophenyl ) methoxy) - (9CI) (CA INDEX 
NAME) 




RN 151412-08-7 CAPLUS 

CN 2 -Pyridinamine, 3 -[ (3 -chloro-2- fluorophenyl ) methoxy) - (9CI) (CA INDEX 
NAME) 
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CN Benzamide, 3- ( [ (2-amino-3-pyridinyl)oxy] methyl] -N- (cyclopropylmethyl) - 
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AB Peptidomimetica of cyclic peptides, and compns. comprising such 
peptidomimetics are provided. The peptidomimetica have a 
three-dimensional structure that is substantially aimilar to a 
three-dimensional structure of a cyclic peptide that comprises a cadherin 
cell adhesion recognition sequence HAV . Methods for using such 
peptidomimetics for modulating cadherin -mediated cell adhesion in a 
variety of contexts are also provided. 
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(peptidomimetic modulators of cadherin-mediated cell adhesion for 
therapeutic use in relation to three-dimensional structure) 
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AB The Schiff base of sal icylaldehyde with aromatic amine is prepared by 

condensation reaction under microwave irradiation (600-800W) for 2 s to 6 min. 
in the absence of solvent. For example, microwave irradiation of a mixture of 
salicylaldehyde and 3 -amino- 5-methyl - IH-pyrazole for 30 s gave 96% the 
corresponding Schiff base. 

IT 24016-03-3 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 
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response divided by the isoproterenol maximal response time* 100 and found 
to be 32 . 4iS . 0 to 79.8 t 2.6%. 

IT 24016-03-3. 2-Amino-3-ben*yloxypyridine 

RL: RCT {Reactant}; RACT (Reactant or reagent) 

(preparation of N-heterocyclyl-1- (oxoindolyloxy) ethanolamino derive, as 
P3-adrenergic receptor agonists for treating type II diabetes 
and/or obesity) 
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O 



III 



AB The present invention relates to P3 -adrenergic receptor agonists of 

N-heterocyclyl-1- (oxoindolyloxy) ethanolamines represented by formula (I) 
or pharmaceutical salts thereof [wherein m -1-5; n - 0-2; each D - C or N 
provided that at least one D must be N; each D1 • C or N provided that 
only one D1 can be N; end further provided that the total number of D and D1 
that are N must be two and only two; R - H, cyano. halo, Cl-6 alkyl, Cl-4 
haloalkyl, C02R8, CONR8R8, NR8COR8 , NR8R8. ORB, SR8 , SORB, S02RS or 
S02NR8RB ; R1 - H, Cl-6 alkyl, benzyl; R2 - Cl-6 alkyl, benzyl; or R1 and 
R2 combine with the carbon to which each are attached to form a C3-7 
carbocyclic ring; provided that if R2 is C2-6 alkyl or benzyl, then R1 
must be H; R3 - H, Cl-6 alkyl; R4 , R5 ■ H, Cl-6 alkyl; or R4 and R5 
combine with the carbon to which they are both attached to form a C3-7 
carbocyclic ring; R6 » halo, HO, cyano, Cl-6 alkyl, Cl-4 haloalkyl, Cl-6 
alkoxy; R7 - H, COER9, CONR9R9, CH:CHR10, CH2CH2R10 , NR9R9, NR9S02R9, 

0 (CR11R12) pR13 , O (CR11R12) qR14 , S02R9, S02NR9R9, each (un) subst ituted Ph 
or heterocycle; X - absent, 0CH2, SCH2; p - 0-3; q - 1-3; R8 , R9 - H, Cl-6 
alkyl, Ph, etc.; R10 - cyano, C02R1S, CONR15R15, C0NR15S02R15 , S02R15, 
heterocycle, (un) subst ituted Ph; Rll, R12 - H, Cl-6 alkyl; R13 - H, 

C02R16, CONR16R16, S02R16, S02NR17R17, each (un) substituted Ph or 
heterocycle; R14 - cyano, NR17R17, NR17S02R17, 0R17; R15, R16, R17 « H, 

Cl-6 alkyl, Ph, etc.]. These compda . are useful for treating Type II 
diabetes and/or obesity. Thus, a vial was charged with a solution of tert-Bu 
2 - [ (3- (2- amino- 2 -methyl propyl) imidazo ( 1, 2 -a) pyridin-8-yl] oxy] acetate 
(preparation given) (319 mg, 1 mmol) and epoxide (II) (preparation given) (259 

mmol) in 5 mL ethanol, sealed, heated to 85* for 16 h, cooled to 
room temperature, and concentrated under reduced pressure, followed by 
purification using 

HPLC on a Hyperprep column C-18 using a water/ acetonitrile gradient (9:1 
up to 100% acetonitrile) containing 0.1 % trif luoroacetic acid. The desired 
fractions were evaporated, dissolved in a small volume of CH2C12 and treated 
with excess 1 N ethanolic HCL to give, after evaporation of the volatiles, the 
title compound (III) . In a scintillation proximity assay of c-AMP in CHO 
cell lines expressing human pi, p2 , and 03-adrenergic 

receptor, the % intrinsic activity of the compda . I was assessed relative 
to isoproterenol (nonselective 03 agonists) by the compound's maximal 
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Human leukocyte elastase (HLE) is a serine proteinase, capable of 
degrading a variety of structural matrix proteins. SSR69071 
2- [ (4 -isopropyl- 6 -methoxy- 1 . l-dioxido-3-oxo-l, 2-benzisothiazol - 2 (3H) - 
yl) methoxy) -9- (2 -piperidin- 1-ylethoxy) -4H-pyrido (1,2-a) pyrimidin-4 -one was 
selected as a novel orally active HLE inhibitor for treatment of chronic 
obstructive pulmonary diseases, asthma, emphysema, cystic fibrosis and 
several inflammatory diseases. 
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AB 3-Substituted imidazo (1, 2-a] pyridines. imidazo [1 , 2 - a] pyrimidines , and 
imidazo [l , 2-c] pyrimidine were obtained regiospecif ically in yields of 
35-92% in one pot by reaction of 2 -aminopyridines or 2- (or 
4-)aminopyrimidines, reap., with 1. 2-bis (benzotriazolyl) -1 . 2- 
(dialky lamino) ethanes . 
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The synthesis of the biol . relevant, 4-trif luoromethylpyrido [l , 2 - 
a) pyrimidin-2 -one, is reported. Addition of substituted 2 -aminopyridines to 
activated alkynoates lesds to tha fscile formation of metabolically stable 
trif luoromethyl substituted pyrido {1 , 2-a] pyrimidines under mild 
conditions. 
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AB Pharmaceuticals, useful for prevention and treatment of diabetes mellitus, 
its complications, and insulin resistance, contain ArXCONHYR (I; Ar - 
3,5-di-tert-butyl-4-hydroxyphenyl; R ■ 5- to 10-membered heterocyclyl ; X, 

Y » single bond, C2-5 alkenylene, Cl-5 alkylene) . 3, 5-Di-tert-butyl-4- 

hydroxybenzoic acid (12.0 g) was amidated by 4.51 g 2-aminopyridine in THF 
in the presence of Et3N and di-Et cyanophosphonate at room temperature for 10 h 
to give 14.0 g I (X « Y » single bond, R - 2-pyridyl) , which was added to 
a feed at 0.01% and administered to hyperglycemic mice for 3 days to show 
27% decrease of blood glucose level. 
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AB The invention is directed to physiol, active azaindoles (shown as I; 

variables defined below; e.g. 6- (5-methoxy-l-methyl-lH-indol-3-yl) -5H- 
pyrrolo (2 , 3 -b) pyrazine) and compns. containing such compda.; and their 
prodrugs, and pharmaceutically acceptable salts and solvates of such 
compda. and their prodrugs. Such compds. and compns. have valuable 
pharmaceutical properties, in particular the ability to inhibit kinases, 
especially Syk, FAK, KDR, Aurora; and IGF1R (data given in general rather than 
for specific I) . Although the methods of preparation are not claimed, >100 
example prepns. of intermediates and I are included. For I : R1 - aryl or 
heteroaryl each optionally substituted by 21 groups » 

alkyl enedioxy, alkenyl, alkenyloxy, alkynyl, aryl, cyano, halo, hydroxy, 
heteroaryl, heterocycloalkyl, nitro, R4 , -C(0)R, -C(0)0R5, -C(0)NY1Y2, 

-NY1Y2 , -N (R6) C (O) R7 , -N (R6) C (O) NY3Y4 , -N (R6) C (O) OR7 , -N(R6)S02R7, 

-N(R6) S02NY3 Y4 , -S02NY1Y2 and -Z2R. R2 • H, acyl, cyano, halo, lower 
alkenyl, -Z2R4, -S02NY3Y4, -NY1Y2 or lower alkyl optionally substituted by 
aryl, cyano, heteroaryl, heterocycloalkyl, hydroxy, -Z2R4, -C(0)NY1Y2, 

-C (O) R, -CO2R0, -NY3Y4, -N(R6)C(0)R, -N (R6) C (0) NY1Y2 , -N(R6 ) C (0) OR7 , 

- N ( R6 ) S02 R7 , -N (R6) S02NY3Y4 , -SG2NY1Y2 and 21 halogen atoms. R3 - 
H, aryl, cyano, halo, heteroaryl, lower alkyl, -Z2R4, -C(0)0R5 or 

-C (O) NY3Y4 . R4 ■ alkyl, cycloalkyl, cycloalkylalkyl , heterocycloalkyl or 
heterocycloalkylalkyl each optionally substituted by aryl, cycloalkyl, 
cyano, halo, heteroaryl, heterocycloalkyl, -CHO (or a 5- 6- or 7-membered 
cyclic acetal derivative thereof), -C(0)NY1Y2, -C(O)0R5, -NY1Y2, -N(R6)C(0) R7, 
-N (R6) C (O) NY3Y4 , -N(R6)S02R7, -N(R6) S02NY3 Y4 , -Z3R7 and 21 hydroxy, 
alkoxy and carboxy. R5 - H, alkyl, alkenyl, aryl, arylalkyl, heteroaryl 
or heteroarylalkyl . R6 » H or lower alkyl; R7 - alkyl, aryl, arylalkyl, 
cycloalkyl, cycloalkylalkyl, heteroaryl, heteroarylalkyl. heterocycloalkyl 
or heterocycloalkylalkyl; R8 • H or lower alkyl. R » aryl or heteroaryl; 
alkenyl; or alkyl, cycloalkyl, cycloalkylalkyl, heterocycloalkyl or 
heterocycloalkylalkyl each optionally substituted by aryl, cycloalkyl, 
cyano, halo, heteroaryl, heterocycloalkyl, -CHO (or a S- 6- or 7-membered 
cyclic acetal derivative thereof), -C(0)NY1Y2, -C(0)ORS, -NY1Y2, -N (R6) C (O) R7 , 
-N (R6) C (O) NY3Y4 , -N(R6)S02R7, -N (R6) S02NY3Y4 . -Z3R7 and 21 hydroxy, 

alkoxy and carboxy. XI - N, CH, C-aryl, C-heteroaryl . C- heterocycloalkyl , 

C- heterocycloalkenyl, C-halo, C-CN, C-R4, CNY1Y2 , COH, CZ2R, CC(0)R, 

CC (O) OR5 , CC (O) NY1Y2 , CN(R0)C(O)R, CN (R6) C (O) OR7 , CN (R6) C (0)NY3Y4 , 

CN (R6) S02NY3Y4 , CN(R6)S02R, CS02NY3Y4, C-N02 , or C-alkenyl or C-alkynyl 
optionally substituted by 21 aryl, cyano, halo, hydroxy, 
heteroaryl, heterocycloalkyl, nitro, -C(0)NY1Y2, -C(0)0RS, -NNY1Y2, 
-N(R6)C(0)R7. -N ( R6) C (O) NY3 Y4 , -N (R6) C (O) 0R7, -N(R6)S02R7, -N (R6) S02NY3Y4 , 

-S02NY1Y2 and -Z2R4. Y1 and Y2 » H, alkenyl, aryl, cycloalkyl, heteroaryl 
or alkyl optionally substituted by 21 sryl, halo, heteroaryl, 
heterocycloalkyl, hydroxy, -C(0)NY3Y4, -C(0)0R5, NY3Y4, -N (R6 ) C (0) R7 , 
-N(R6)C(0)NY3Y4, -N(R6)S02R7. -N (R6) S02NY3Y4 and -OR7, or the group -NY1Y2 

may form a cyclic amine. Y3 and Y4 » H. alkenyl, alkyl, aryl, arylalkyl, 
cycloalkyl, heteroaryl or heteroarylalkyl; or the group -NY3Y4 may form a 
cyclic amine; Z1 - O or 5; Z2 * O or S(0)n; Z3 - O, S(0)n, NR6; n - 0-2. 

IT 24016-03-3 , (3 - (Benzyloxy) pyridin- 2-yl ) amine 
RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of azaindolea aa protein kinaae inhibitora with therapeutic 
uses) 

RN 24016-03-3 CAPLUS 

CN 2 -Pyridinamine, 3- (phenylmethoxy) - (9CI) (CA INDEX NAME) 
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described in high yield as well as environmental friendship reaction in 
organic synthesis. 
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(preparation of Schiff-basc by condensation of sal icylaldehyde with aryl 
amines without solvent under microwave irradiation) 

24016-03-3 CAPLUS 
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The title compde . (I; R1 » alkyl, cycloalkyl, aryl, etc.; R 2 - aryl, 

(un) substituted Ph; R3 - alkyl, alkoxyalkyl; A - CH2 (arylalkylamino) , 

CHS (arylalkoxy) , etc.; X ■ S, o) that are inhibitors of the human 
immunodeficiency virus reverse transcriptase enzyme which is involved in 
viral replication, were prepared E.g., a 3-step synthesis of pyrazole I [Rl 
- Ph; R2 - 3, 5-C13C6H3 ; X - S; R3 - Me; A - CH2Ph) which showed IC50 of 
3060 nM against HIV-1 reverse transcriptase, was given. 

413326 - 54 - 6P 
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(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 
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pyrazol -4 -yl) inethoxy) - (SCI) (CA INDEX NAME) 
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AB Disclosed are a series of heteroaryl- P-alanine derivs. I wherein R is 
a carboxylic acid; Rl and R2 are independently selected from the group 
consisting of hydrogen, slkyl, substituted alkyl, alkenyl, subatituted 
alkenyl, cycloalkyl, substituted cycloalkyl, or Rl and R2 , together with 
the nitrogen atom to which they are attached, are joined to form an 
optionally substituted heterocyclic ring provided that aaid substituted 
alkyl, substituted alkenyl and substituted cycloalkyl do not carry an 
aryl, substituted aryl, heteroaryl or substituted heteroaryl group; Ra and 
R3 are independently a hydrogen or a Me group; R4 and R5 are independently 
selected from the group consisting of heteroatom group; n is zero or an 
integer 1; Aik is a straight or branched alkylene chain; Ar is an 
optionally aubstituted aromatic or heteroarom. group, aa well as their 
pharmaceutical use as a4jl7 Integrin inhibitors for the 
treatment of inflammatory diseases. Thus, 3 - (4- (3 , 5-diehloropyrid-4- 
ylcarboxamido) phenyl] -2- (3 -chlorophenylamino) propanoic acid was prepared as 
u4 Integrin inhibitor. The preferred compda . of the invention 
generally have IC50 values in the u4pi and aa(17 
assays of 1 |iM and below. In the other assays featuring a 
integrins of other subgroups the same compda. had ICS0 values of 50 nM 
and above thus demonstrating the potency and selectivity of their action 
against ci4 integrins. Title compds. were prepared for treating an 
inflammatory condition in a mammalian patient which condition ia mediated 
by Very Late Antigen 4 (VLA-4). Inflammatory condition is selected from 
the group consisting of asthma, Alzheimer's disease, atherosclerosis, AIDS 
dementis, diabetes, inflammatory bowel disease, multiple sclerosis, 
rheumatoid arthritis, tissue transplantation, tumor metastasis, 
meningitis, encephalitis, stroke, nephritis, retinitis, atopic dermatitis, 
psoriasis, myocardial ischemia and acute leukocyte-mediated lung injury. 
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(preparation of heteroaryl- [3-alanine derivs. as antiinflammatory agents 
and u4 integrin inhibitors) 
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AB 3-Amino-2- (4 -aminocarbonyloxy) phenyl -propionic acid deriva. I wherein R is 

a carboxylic acid; Rl and R2 are independently selected from the group 
consisting of hydrogen, alkyl, substituted alkyl, alkenyl, substituted 
alkenyl, cycloalkyl, subatituted cycloalkyl, or Rl and R2 , together with 
the nitrogen atom to which they are attached, are joined to form an 
optionally substituted heterocyclic ring provided that said substituted 
alkyl, substituted alkenyl and subatituted cycloalkyl do not carry an 
aryl, substituted aryl, heteroaryl or subatituted heteroaryl group; Ra and 
R3 are independently a hydrogen or a Me group; R4 and RS are independently 
selected from the group consisting of heteroatom group; n is zero or an 
integer 1; Aik is a straight or branched alkylene chain; Ar ia an 
optionally substituted aromatic or heteroarom. group, as well as their 
pharmaceutical use as a4f)7 Integrin inhibitors for the 
treatment of inflammatory diaeases. Thus, 3 - (4 - (3 , 5-dichloropyrid-4 - 
ylcarboxamido) phenyl) -2- (3-chlorophenylamino) propanoic acid was prepared as 
u4 Integrin inhibitor. The preferred compda. of the Invention 
generally have IC50 values in the a4f3l and ua(37 
assays of l ^ and below. In the other assaya featuring a 
integrins of other subgroups the same compds. had ICS0 values of SO ^M 
and above thus demonstrating the potency and selectivity of their action 
against u4 integrins. Title compds. were prepared for treating an 
inflammatory condition in a mammalian patient which condition is mediated 
by Very Late Antigen 4 (VLA-4) . Inflammatory condition is selected from 




Che group consisting of aithme, Alzheimer' e disease, atherosclerosis. AIDS 
dementia, diabetes, inflammatory bowel disease, multiple sclerosis, 
rheumatoid arthritis, tissue transplantation, tumor metastasis, 
meningitis, encephalitis, stroke, nephritis, retinitis, atopic dermatitis, 
psoriasis, myocardial ischemia and acute leukocyte-mediated lung injury. 
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(preparation of aminoaminocarbonyloxyphenylpropianic acid derive, as a 
integrin inhibitors) 
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plasminogen activator (uPA) inhibitors) 
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DE, DK, DM. 
IL, IN, IS, 
MA, HD, MG, 
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JP, KE, KG, 
MK, MN, MW, 
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BY, KG, K2. 
SL, SZ, TZ, 
IE. IT, LU, 



BZ, 
GB, 
KZ, 
NO, 
TZ, 
TJ, 
AT, 
MC, NL, PT. 



20010612 
CA, CH, CN, 
GD, GE. GH, 
LC, LK, LR, 
NZ, PL, PT, 
UA, UQ, US, 
TM 

BE, CH, CY, 
SE, TR, BF, 



WO 2001-CAB6B 
BB, BG. BR, BY, 
EC, EE, ES, FI, 
KP, KR, 
MX, MZ, 
TR, TT, 
MD, RU, 
UO, ZW, 



AB Based on previous modeling predictions, a series of (3-aubatituted-5- 
chloro-2-pyridinyl)guanidines have been designed with good potency and 
selectivity for urokinase- type plasminogen activator (uPA) . I has a Ki of 
0.17 uM and greater than 300- fold selectivity with respect to tPA and 
plasm in . 

IT 81066- 66- 2P 301542-S7-4P 



BJ, CF, CG, 
AU 2001067214 
US 2004048B8S 
PRIORITY APPLN. INFO.: 

CITHER SOURCE (S) : 

QI 



Cl, CM, GA, GN, GW, 
A5 20011224 

A1 20040311 



MARPAT 136:53745 



ML, MR, NE, SN, 
AU 2001-67214 
US 2003-297988 
CA 2000-2311483 
WO 2001 -CA868 



20010612 
20030627 
A 20000612 
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IT 79707 -19- OP , 2 -Amino-3- (3 -phenylpropoxy) pyridine 

11752 3 - 95 - 2P , 2-Amino-3- (2- (trifluoromethyl) benzyloxy] pyridine 

381243- 16- 9P , 2 -Amino-3- 13- (2 , 4-dichlorophenyl } propoxy] pyridine 

381243 -19-2P . 2-Amino-3- (3- (3 , 4-dimethoxyphenyl ) propoxy] pyridine 

38124 3- 24 -9P . 2 -Amino- 3- [3- (2 , 6-dichlorophenyl ) propoxy) pyridine 

3 81243 - 2 B-3P . 2-Amino-3- (3-cyclohexylpropoxy) pyridine 

38124 3-47-6P , 2-Araino-3- 1 (l-phenylcyclopropyl)methoxy] pyridine 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(intermediate; preparation of imidazo (1 , 2 -a] pyridine ether compds . as ion 
channel modulators for therapeutic agents) 

RN 79707-19-0 CAPLUS 

CN 2-Pyridinamine, 3- (3 -phenylpropoxy) - (SCI) (CA INDEX NAME) 



AB Claimed is a method for modulating ion channel activity in a warm-blooded 
animal comprising administering to a warm-blooded animal in need thereof, 
an effective amount of a compound of formula (I; n « 0, 1,2,3; X « a direct 
bond, C(R3) :CH, CR4RS-Y (wherein Y • a direct bond, O, S, Cl -4 alkylene) ; 

R2 , R15 , R16, R18 - Br, Cl, F, CQ2H, H, HO, CH20H, methanesul fonamido, 

NO 2 , S02NH2, cyano, CHF2, CH2F, CF3, C2-7 alkanoyloxy. Cl -6 alkyl, C3-8 
cycloalkyl, aryl, benzyl, Cl-6 alkoxy, C2-7 alkoxycarbonyl , Cl-6 
thioalkyl, CH2NR13R14, NR13R14 (wherein R13, R14 - H, acetyl, 
methanesul fonyl, and Cl-6 alkyl); or R2 and R16, when taken together with 
the carbon to which they are attached, may form a C4-7 cycloalkyl; R3 ■ H, 

C1-C6 alkyl, C3-C5 cycloalkyl, aryl, benzyl; Rl, R4 , RS - H, Cl-6 alkyl, 
aryl, benzyl; or R4 and R5, when taken together with the carbon to which 
they are attached, may form a spiro C3-5 cycloalkyl; A - C5-12 alkyl, a 
C3-13 carbocyclic ring, (un) subat ituted Ph, 1-naphthyl, 2-naphthyl, 
indanyl, indolyl, benzofuranyl . benzothiofuranyl, fluorenyl. or 
acenaphthenyl] , or a pharmaceutically acceptable salt, ester, amide, 
complex, chelate, solvate, stereoisomer, stereoisomeric mixture, geometric 
isomer, crystalline or amorphous form, metabolite, metabolic precursor or 
prodrug thereof. The compds. of the present invention may be incorporated 
in compns. and kits. These compds. are ion channel modulators for 
potassium channels such as a voltage -activated, a cardiac, and a neuronal 
potassium channel and for sodium channels such as a voltage-activated, a 
ligand-activated, a cardiac, a neuronal, a skeletal, a central a nervous 
system, and a peripheral nervous system sodium channel. The present 
invention also discloses a variety of in vitro and in vivo uses for the 
compds . and compns., including the treatment or prevention of (a) atrial, 
ventricular, or supraventricular arrhythmia as well as atrial or 
ventricular fibrillation, (b) diseases of central nervous system such as 
convulsion, epileptic spasms, depression, anxiety, and schizophrenia, (c) 
cardiovascular diseases such as hypertension, heart failure, and 
hypotension, (d) cerebral or myocardial ischemias such as stroke, (e) 
long-QT syndrome, (f) migraine, (g) diabetes mellitus, (h) myopathies such 
as Becker's myotonia, myasthenia gravis, paramyotonia congenital, 
malignant hyperthermia, hyperkalemic periodic paralysis, and Thomsen's 
myotonia, (i) autoimmune disorders, (j) graft rejection in organ 
transplantation or bone marrow transplantation, (k) dementia, (1) 
alopecia, (m) sexual dysfunction such as impotence, (n) demyel inating 
diseases such as multiple sclerosis, amyotrophic lateral sclerosis, and 
Parkinson's disease, (o) cystic fibrosis, (p) respiratory disorders such 
as cough and asthma, (q) inflammation such aa arthritis, (r) allergies, 

(s) urinary incontinence, and (t) gastrointestinal disorders such as 
irritable bowel syndrome, gastrointestinal inflammatory diseases, and 
ulcer, (u) for producing analgesia or local analgesia, and (v) for 
enhancing libido. Thus, a mixture of 2 -amino- 3 - (3- (2 , 6- 
dichlorophenyl) propoxy] pyridine (1.4 g, 4.7 mmol, preparation given), 
chloroacetone (1.6 mL, 18.8 mmol), and mol. sieves (5.0 g, type 4A, beads, 

8-12 mesh) in anhydrous methanol (80 mL) was refluxed for 3 days to give, 
after work-up, purification on a silica gel column, and conversion into the HC1 
salt, 8- (3- (2, 6-dichlorophenyl) propoxy] -2-methyl imidazo (1. 2-a) pyrimidine 
raonohydrochloride (II). II in vitro exhibited the half-maximal inhibition 
(IC50) of 0.3, and 0.8 |^M against sodium and potassium channel, resp. 



a 



o- (CH 2 ) 3-Ph 



RN 117523 -95 -2 CAPLUS 

CN 2-Pyridinamine. 3- ( (2- (trifluoromethyl) phenyl] methoxy] - (9CI) (CA INDEX 
NAME) 




RN 361243-16-9 CAPLUS 

CN 2-Pyridinamine, 3- [3- (2, 4-dichlorophenyl) propoxy] - (9CI) (CA INDEX NAME) 




RN 381243-19-2 CAPLUS 

CN 2-Pyridinamine, 3- {3- (3 , 4-dimethoxyphenyl) propoxy] - (9CI) (CA INDEX NAME) 




OMe 

RN 381243-24-9 CAPLUS 

CN 2-Pyridinamine, 3 - (3- (2 , 6-dichlorophenyl > propoxy] - (9CI) (CA INDEX NAME) 
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135:147398 

Peptidomimetic modulators of cell adhesion 

□our, Barbara J.; Blaschuk, Oreat W.; Ali, Anmar; Ni, 

Feng; Chen, Zhigang; Michaud, Stephanie Deniae; Wang, 

Shoameng; Hu, Zeng j ian 

Adherex Technologies, Inc., Can. 

PCT Int. Appl . , 416 pp. 

CODEN: PIXXD2 

Patent 

English 



BY, BZ, CA. CH, CN. 

GD, GE, OH, GM, HR, 

LC, LK, LR, LS, LT, 

NZ, PL, PT, RO, RU, 
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ZW, AT. BE, CH, CY, 

NL, PT, SE, TR, BF, 

SN, TD, TO 



WO 2001053331 A2 20010726 WO 2001-US250B 20010124 

WO 2001053331 A3 20020711 

WO 2001053331 C2 20021031 

W: AE, AG, AL. AM, AT. AU, AZ, BA, BB, BG, BR, BY, BZ , CA. CH, CN. 

CR, CU, CZ, DE, DK, DM, DZ, EE, ES, FI, GB, GD, GE, OH, GM, HR, 

HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ , LC, LK, LR, LS, LT, 

LU, LV, MA, MD, MO, MK, MN, MW, MX, MZ, NO, NZ, PL, PT, RO, RU, 

SD, SE, SO, SI, SK, SL, TJ. TM, TR. TT, TZ , UA, UO, US, UZ, VN, 

YU, ZA, ZW 

RW: OH, GM, KE, LS , MW, MZ , SD, SL, SZ, TZ, UO. ZW, AT, BE, CH. CY, 

DE, DK, ES, FI, FR, GB, GR, IE, IT, LU. MC, NL, PT, SE, TR, BF, 

BJ, CF, CO, Cl, CM, GA, GN, GW, ML, KR, NE, SN, TD, TO 

PRIORITY APPLN. INFO. : US 2000-491078 A 20000124 

OTHER SOURCE (S) : MARPAT 13S:14739B 

AB Peptidomimetics of cyclic peptides, and compns . comprising such 
peptidomimetics are provided. The peptidomimetics have a 
three-dimensional structure that is substantially similar to a 
three-dimensional structure of a cyclic peptide that comprises a cadherin 
cell adhesion recognition sequence HAV. Methods for using such 
peptidomimetics for modulating cadherin-medieted cell adhesion in a 
variety of contexts are alao provided. 

IT 81066-61-7 

RL: BAC (Biological activity or effector, except adverae) ; BSU (Biological 
study, unclassified); PEP (Physical, engineering or chemical process) ; PRP 
(Properties) ,- THU (Therapeutic use) ; BIOL (Biological study) ; PROC 
(Process) ; USES (Uses) 

(peptidomimetic modulators of cell adhesion) 
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2001 : 4S3064 CAPLUS 
135:46198 

Saccharin derivatives as orally active elastase 
inhibitors 

Aranyi, Peter; Batori, Sandor; Dessilla, Stephane; 
Hermecz, Istven; Kapui, Zoltan; Levai, Ferenc; Mikus 
End re ; Pascal, Marc; Nagy, Lajos T. ; Simonot, Bruno; 
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Patent 
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CR. CU, CZ, DE, DK, DM, DZ, EE, ES, FI, GB, GD, GB, OH, GM, HR, 

HU, ID, IL. IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, LR, LS , LT. 

LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NO, NZ, PL, PT, RO, RU, 

SD, SE, SO, SI, SK, SL, TJ, TM, TR, TT, TZ, UA, UO, US, UZ, VN, 

YU, ZA. ZW, AM, AZ. BY. KO. KZ, MD, RU, TJ, TM 

RW: GH. GM, KB, LS, MW, MZ, SD, SL, SZ , TZ, UO, ZW, AT. BE, CH, CY, 
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DE, OK, ES, 
BJ. CP, CO, 
CA 2395486 
BR 2000016364 
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R: AT, BE, CH. 

IE, SI, LT, 
JP 2003516990 
EE 200200317 
ZA 2002004604 
BO 106811 
NO 2002002838 
US 2003114449 
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NAME) 
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Preparation of aminoimidazo (1 , 2-n] pyridine*, 
-quinoline*, and -pyrimidine* a* analgesic# 
Gerlach, Matthia*; Maul, Corinna 
Gruenenthul G.m.b.H., Germany 



AB Saccharin deriva. I [R1 » Me, Et, 2 -morpholinoethyl ; R2 ■ piperidine, 

morpholine, 4-methylpiperazino; n - 2, 3] and their eelt*, *olvate* and 
hydrate* were prepared for uae a* human leukocyte elaetaae inhibitor*. 
Thu*, 2-amino- 3 -pyridinol wa* treated with 1- (2-chloroethyl) piperidine and 
cyclized with CH2 (C02C6H2C13-2 ,4,6)2 to give 2-hydroxy-9- <2 - 
piperidnoothoxy) -4 -oxo-4H-pyrido [1, 2 -a) pyrimidine which wa* treated with 
2-bromomethyl -4 - iaopropyl -6-methoxy- 1 , 2 -benziaothiazol- 3 (2H) -one 
1,1-dioxide to give I (Rl - Me, R2 - piperidino, n » 2] , which inhibited 
elaataae activity by 80% at 10 mg/kg orally in mice. 

IT 171346-71-7P 344931-02-8P 344931-07-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of saccharin deriv*. a* orally active elestaee inhibitor*) 
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MR, NE, SN, TD, TO 
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SE, MC, PT, 
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20000918 

20000918 

20000918 

20000918 

20000918 



AB The title compds . [I; X, Y ■ CR4 , N; X and Y cannot simultaneously • N; 

R4 , R6 , R7 » H, (branched) alkyl, N02, amino, OH, CF3 , halo, etc.; Rl ■ 
cyanoalkyl, (substituted) Ph, cycloalkyl, etc.; R2 - H, (branched) 
(substituted) alkylcarbonyl , Ph, naphthyl, pyridyl, thiazolyl, etc.; R3 * 
(branched) alkyl, cycloalkyl, (subat ituted) Ph, naphthyl, pyrrolyl, 
pyridyl, etc.) were prepared Using a Zyroark robotic synthesis system, 

2, 6-diamino-4-chloropyrimidine and HC104 in CH2C12, furfural in CH2C12, 
and 1, 6-diisocyanohexane in CH2C12 were added successively to a reaction 
tube at 15* followed by 11 h stirring at IS* to give 

7-chloro-2- furan-2-yl- (6-isocyanohexyl ) - imidazo [1 , 2- a) pyrimidin-3 , 5- 
diamine. Several I at 10 pM showed 51-100% a2 adrenoceptor 
affinity. 

IT 24016-03-3 , 2 -Amino- 3 -benzy loxypyridine 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of aminoimidazopyridines, -quinolines, and -pyrimidines as 
analgesics) 

RN 24016-03-3 CAPLUS 

CN 2 -Pyridinamine. 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 



AB A one-step reaction of amino-substituted heterocycles with CH2I2 gave 

azacyaninea. This useful reaction is of wider application than initially 
reported and includes the synthesis of new substituted pyrido-, isoquino-, 
benzimadazo- , and benzothiazoazacyanines . Subsequent treatment of these 
azacyanines with base affected facile opening of the dihydrotriazinium 
ring to give new heterocycle* which would be difficult to prepare by other 
means. Thus, reaction of 2-amino- i-methylbenzimidazole with CH2I2 in 
refluxing MeCN for 48 h gave 92% dibenzimidazolotriazinium iodide I which 
was treated with 10% methanolic KOH at room temperature to give 86% 
(iminobenzimidazolyl) dihydrobenzimidazolone II. Treatment of 
halo- substituted azacyanines, e.g. Ill with base gave new derive, of 
dipyridotriazinone, e.g. IV. 

IT 24016-03-3. 2 -Amino- 3 - (benzyloxy) pyridine 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(ring cleavage reactions of azacyaninea prepared by cyclocondenaation of 
diiodomethane with heterocyclic amines) 

RN 24016-03-3 CAPLUS 

CN 2 -Pyridinamine, 3- (phenylmethoxy) - (SCI) (CA INDEX NAME) 
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A New Three-Carbon Synthon for Efficient Synthesis of 
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Kacritzky, Alan R.; Tyraoshenko, DmytroO.; Monteux, 
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33611-7200 , USA 

Journal of Organic Chemistry (2000), 65(23), 8059-6062 
CODEN: JOCEAH; ISSN: 0022-3263 
American Chemical Society 
Journal 
Engliah 

CAS REACT 134:71508 
The novel three-carbon aynthon 1- ( 1H- 1 , 2 . 3 -benzotriazol - l-yl) - 3- 
chloroacetone for the eyntheeie of benzothiazolas, pyrido [l, 2-a) indolea, 
and atyryl - aubatituted indolizinea and imidazo (1 , 2 -a] pyridinea ia 
reported. The propoaed routea are a general and efficient approach for 
heterocyclizat iona followed by benzannelationa or attachment of 
arylethenyl pharmacophore a . 

24016-03-3 , 2-Amino-3-benzyloxypyridine 

RL : RCT (Reactant); PACT (Reactant or reagent) 

(preparation of benzothiazolea, pyrido [1, 2-a) indolea, and atyryl - aubatituted 
indolizinea and imidazo [1, 2-a) pyridinea via 1- ( 1H- 1 , 3 , 3-benzotriazol - 1 - 
yl) -3-chloroacetone) 
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O-CH2- Ph 



OTHER SOURCE (S): MARPAT 133:296361 

GI 



R2 




AB Title compda. [I; Rl - H, halo, cyano, alkyl, haloalkyl, alkoxy, 

haloalkoxy; R2, R3 » H, halo, (aubatituted) alkyl, aryl, carboxyalkyl , 

CH : CHC02H , etc.; R4 - N:C(NH2)2, NHC ( : NH) NH3 ) . were prepared aa urokinaae 

inhibitora (no data) . Thun, 2 -amino- 5-picol ine and Et3N in CH2C12 at 

0 • were treated with 1, 3-bia(tert-butoxycarbonyl) -2-methyl-2- 

thiopaeudourea and HgC12 followed by atirring at room temperature for 64 h to 

give tert-Bu N- ( (tert-butoxycarbonyl) amino] ( (S-methyl-2- 

pyridinyl ) imino] methyl carbamate . Thia waa atirred with CP3C02H to give 

N’ 1 - (5-methyl -2-pyridinyl)guanidino . 

IT B1066-66-2P 301542-57-4P 301542-S9-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 
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RN 81066-66-2 CAPLUS 

CN 2-Pyridinamine, 5 -chloro- 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 



REFERENCE COUNT: 



33 THERE ARE 33 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L22 ANSWER 53 OF 144 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 



DOCUMENT TYPE: 

LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



CAPLUS COPYRIGHT 2006 ACS on STN 
2000:741035 CAPLUS 
133:296381 

Preparation of 2-pyridinylguanidinea aa urokinaae 
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Barber, Christopher Gordon; Dickinson, Roger Peter 
Pfizer Inc., USA; Pfizer Ltd. 

Eur. Pat. Appl . , 26 pp . 

CODEN: BPXXDW 

Patent 
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PATENT NO. 



KIND DATE APPLICATION NO. DATE 
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O-CH2- Ph 
RN 301542-57-4 CAPLUS 

CN 2-Pyridinamine, 5-chloro-3-phenoxy- (9CI) (CA INDEX name) 
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US 2003203914 
US 6673789 

PRIORITY APPLN. INFO.: 



A2 20001018 

A3 20010207 

B1 20040811 

DE, DK, ES, FR, 
LV, FI, RO 
E 20040815 

T 20041029 

T3 20050116 

A2 20001024 

B2 20040419 

A 20010821 

B1 20030624 

AA 20001013 

A1 20031030 

B2 20040106 



EP 2000-302778 
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US 2003-386888 
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20000331 
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A 19990413 
A3 20000410 



Cl 
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Aryl ureaa represent a new claas of anti-trypanoaomal 
agent a 

Du, Xiaohui; Hansel 1, Elizabeth; Engel, Juan C. ; 
Caffrey, Conor R. ; Cohen, Fred E.; McKerrow, James H. 
Department of Cellular and Molecular Pharmacology and 
Medicine, Univeraity of California, San Francisco, CA, 
94143-0450. USA 

Chemistry 6 Biology (2000), 7(9), 733-742 
CODEN: CBOLE2; ISSN: 1074-SS21 
Elsevier Science Ltd. 

Journal 
Engliah 

Background: The trypanosomal diseases including Changas • disease, African 
aleeping sickness and Nagana have a aubatantial impact on human and animal 
health worldwide. Clasaea of effective therapeutics are needed owing to 
the emergence of drug reaiatance as well as the toxicity of existing 
agents. The cysteine proteaaea of two trypanosomes. Trypanosoma cruzi 
(cruzain) and Trypanosoma brucei (rhodeaain), have been targeted for a 
structure-based drug design program as mechanistic inhibitora that target 
these enzymes are effective in cell-baaed and animal models of 
trypanosomal infection. Results: We have used computational methods to 
identify new lead scaffolds for non- covalent inhibitors of cruzain and 
rhodeaain, have demonstrated the efficacy of these compda. in cell-baaed 
and animal assays, and have synthesized analogs to explore structure 
activity relationships. Nine compda. with varied scaffolds identified by 
DOCK4.0.1 were found to be active at concns. below 10 pM against 
cruzain and rhodeaain in enzymic studies. All hits were calculated to have 
aubatantial hydrophobic interactions with cruzain. Two of the scaffolds, 
the urea scaffold and the aroyl thiourea scaffold, exhibited activity 
against T. cruzi in vivo and both enzymes in vitro. They also have 
predicted pharmacokinetic properties that meet Lipinski’s "rule of 5". 

These scaffolds are synthetically tractable and lend themselves to 
combinatorial chemical efforts. One of the compda., 5 ’ (1-methyl -3 - 
trifluoromethylpyrazol-S-yl) -thiophene 3 * -trif luoromethylphenyl urea (D16) 
showed a 3.1 pM IC50 against cruzain and a 3 pM 1C50 againat 
rhodeaain. Infected cells treated with D16 survived 22 days in culture 
compared with 6 days for their untreated counterparts. The mechanism of 
the inhibitora of these two scaffolds ia confirmed to be competitive and 
reversible. Conclusions: The urea scaffold and the thiourea scaffold are 
promising leads for the development of new effective chemotherapy for 
trypanosomal diseases. Libraries of compda. of both scaffolds need to be 
synthesized and screened against a aeriea of homologous parasitic cysteine 
proteases to optimize the potency of the initial leads. 

24016-03-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(aryl ureaa, a new class of anti-trypanoaomal agents) 

24016-03-3 CAPLUS 

2-Pyridinamine, 3- (phenylmethoxy) - (9CI) (CA INDEX NAME) 
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Action of primary aliphatic and aromatic amines on 
2,4- dihydro -5- methyl-2 - phenyl - 4 - benzyl idene - 3 H - py ra zol - 
3 -one 

Youaaef, Ahmed S. A.; Kandeel, Kamel A. 

Chemistry Department, Faculty of Science, Ain Shame 
Univeraity, Cairo, Egypt 
Afinidad (2000), 57(488), 268-272 
CODEN: AFINAE; ISSN: 0001-9704 

Aaociacion de Ouimicos del Instituto Quimico de Sarria 

Journal 

Spanish 





II 



or 1X3. 




IV 





VI 



AB The title heterocycle (I) reacted with primary aliphatic amines such aa 
n-butylamine, benzylamine, ethylenediaraine or ethanolamine in ethanol at 
room temperature to give a pyrazolone derivative (II). However, when I was 
refluxed 

in ethanol with primary aromatic amines such as p-toluidine, p-anisidine or 
2-aminopyridine, it afforded a (phenylmethyl idene) bis (hydroxypyrazole) 
derivative (III) . Treatment of I with 1,2-diarainobenzene or 
2 , 3 -diaminopyridine in refluxing n-butanol yielded imidazole derive. (IV; 

X ■ CH, N) together with a 1,5-benzodiazepine derivative (V) and a 
2 - pyrazolylamino- 3 ~( benzyl idcneamino ) pyridine derivative (VI), reap. Similar 
treatments of I with 1, 4-diaminobenzene or 2-amlno-3-hydroxypyridine were 
also examined 
IT 299162-37- IP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(react ion of 4 -benzyl idene- 2 , 4 -dihydro- 5 -methyl- 2 -phenyl -3H-pyra zol - 3 - 
one with amines) 

RN 299162-37-1 CAPLUS 

CN lH-Pyrazol-5-ol , 4- ( [ (2-amino-3 -pyridinyl) oxy] phenylmethyl 1 -3-methyl-l- 

phenyl- (9CI) (CA INDEX NAME) 




Ph 




n® CH- Ph 

I 
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One-step synthesis of new heterocyclic azacyaninea 
Haddadin, M. J.; Kurth, M. J.; Olrastead. M. M. 
Department of Chemistry, American University of 
Beirut, Beirut, Lebanon 

Tetrahedron Letter* (2000), 41(30), 5613*5616 
CODEN: TBLEAY; ISSN: 0040-4039 
Elsevier Science Ltd. 

Journal 
English 

CAS REACT 133:252266 

AB A wider scope of the 1-step reaction of amino -substituted heterocycles 

with diiodome thane is demonstrated by the synthesis of a variety of novel 
pyridino, isoquinolino, benzimidazolo, and benzthiazoloazacyanines . 

IT 24016-03-3. 2 -Amino- 3 -benzyloxypyridine 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(one-step synthesis of new heterocyclic azacyaninea) 
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AB The reaction of Ln (N03) 3 with 2-amino-3-hydroxypyridine (L) in acetone at 
pH 2 led to the formation of LnL3 (N03) 3 .nH20 (Ln ■ Pr, Nd, Sm, Eu; n • 

0-3). The crystal structure of SmL3 (N03) 3 . H20 was determined The complex is 
orthorhombic, space group R.hivin.3, Z - 6, R - 0.028. The complex ia 
tricapped trigonal priamatic with the lower baae of the tricapped trigonal 
prism consisting of the 3 O atoms from L and the upper baae and the 
capping atoms from the 3 bidentate nitrates. LnL3 (ND3 ) 3 . nH20 were 
characterized by electronic and IR spectra. 

IT 269907 -23-9P 

RL: PRP (Propertiea) ; SPN (Synthetic preparation); PREP (Preparation) 
(preparation and crystal structure of) 

RN 289907*23-9 CAPLUS 

CN Samarium, tris (2-amino-3-pyridinol- *03) tris (nitrato- 

kO.kO')-, monohydrate, (TPS-9- 1211 ’ 21 1 1 * ■ 21 ' ' ) - (9CI) (CA 

INDEX NAME) 




• h 2 o 
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RL: SPN (Synthetic preparation): PREP (Preparation) 
(preparation of) 

RN 289907-28-4 CAPLUS 

CN Neodymium, tria (2-amino-3-pyridinol- x03) tris (nitrato- 

tcO.KO')-, (TP8-9-1211 t 21 a l ,l 31"l- (9CI) (CA INDEX NAME) 
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Synthesis and structure of the 2-amino-3- 
hydroxypyridine complexes with trivalent praseodymium, 
neodymium, samarium, and europium nitrates: crystal 
structure of tris(2-amino-3- 
hydroxypyridine) trinitratosamarium(III) 

Palkina, K. K. ; Kuz'mina, N. E . ; Strashnova, S. B. ; 
Zaitsev, B. E.; Koval ' chukova, O. V. ; Nikitin, S. V.; 
Goncharov, O. V.; Shchelokov, R. N. 

Inst. Obshchei i Neorg. Khim. im. N. S. Kumakova, 




O 
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CN Praseodymium, tria (2-amino-3-pyridinol- k 03) tris (nitrato- 
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INDEX NAME) 




w 



CODEN: CPBTAL; ISSN: 0009-2363 

PUBLISHER: Pharmaceutical Society of Japan 

DOCUMENT TYPE: Journal 

LANGUAGE: English 

AB In order to obtain possible veinotonic drugs acting through a2 
receptor activation, we prepared clonidine analogs in which the 
2-imino-imidazolidine was attached to various aliphatic or aromatic 
heterocycles . Among them, two benzopyranic deriva. exhibited interesting 
affinities (19 and 95 nM on [3HJ rauwol seine binding, compared to 35 nM for 
clonidine) . Their affinity for al receptors was found to be much 
lowe r . 

IT 24016-03-3, 2-Amino- 3 -benzyloxypyridine 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(synthesis and a-adrenergic binding ligand affinities of 
2- iminoimidazolidine derive.) 
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o 




RN 289907-39-7 CAPLUS 

CN Europium, trie (2 -amino-3 -pyridinol - te03) tris (nitrato- 

tco.xo')-, trihydrate, (TPS-9-1211'21 1 1‘ ■ 21 ' * > - (9CI) (CA 
INDEX NAME) 
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Using Intel ligent/Random Library Screening To Design 
Focused Libraries for the Optimization of Homogeneous 
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Fagan, Paul J.; Hauptman, Elisabeth; Shapiro, Rafael ; 
Casalnuovo, Albert 

Central Research and Development Department, The 
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Journal of the American Chemical Society (2000) , 

122(21), 5043-5051 
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Journal 
English 

CAS REACT 133:104837 
A 96-member pyridine library consiating of both rationally chosen and 
random members was used to screen Ullmann ether forming reactions. The 
reaction of 2-bromo-4 , 6-dimethylaniline and other substrates with a 
variety of alkoxides was studied under different condition* with the aid 
of an automated liquid handler. From the results of the 96-racmber library 
acreening, a structure setivity profile was determined which led to the design 
of smsller focused ligand libraries. The focused libraries produced a 
higher frequency of hit* compared to the original 96-member library. Some 
of the more effective ligands discovered in this work are generally useful 
for alkoxylation of a variety of substrates, and also functioned in 
intramol. ether forming reactions. This work demonstrates for homogeneous 
catalysis the analogy to the pharmacol. model of drug discovery. By using 
a large library to screen for a lead compound followed by acreening the 
diversity space closest to the lead, a larger fraction of increased 
performance ligands was discovered. 

24016-03-3 , 2 -Amino- 3 -benzyloxypyridine 
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Phenylalani.no derivative* a* alpha 4 integrin 
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Head, John Clifford; Porter, John Robert; Warrellow. 
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jfr 
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Phenylalanine derive. I [Arl « aromatic or heteroarora. group; Alkl » 

(un) substituted aliphatic or hateroaliph. chain; LI, L2, L3 - a covalent bond 
or a linker atom or group; Alk2 ■ alkylene; R i* a carboxylic acid or 
derivative; Ar2 - (un) substituted aromatic or heteroarom. group; Rl, R2, R3 , 

R5 • -L3 (Alk3)tL3 (R7)u; Alk3 ■ aliphatic or heteroaliph. chain; R6, Ra . H, 
Me; R7 ■ H, halo, alkyl, OH, SH, NH2 , (un) aubat ituted alkoxy, thioalkyl, 
or aminoalkyl; m, n, p, t - 0, 1; u - 1-3] and their aalts, solvatea, 
hydratea, and N-oxide* were prepared a* aelective inhibitor* of a4 
integrin* useful for tho prophylaxis and treatment of immune or 
inflammatory disorder*. For example, a multi-step synthesis of the title 
compound II was given. Compda . I were tested for inhibition of 
integrin -dependent cell adhesion and generally have IC50 values of 
S ljiM in a4pl and n4fi7 assays, and IC50 
values of 50 pM in assays of other integrin*. 
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SOURCE: Journal of Chromatography, B: Biomedical Sciences and 
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DOCUMENT TYPE: Journal 

LANGUAGE: English 

AB New pseudo-affinity chromatog . supports for penicillin acylase were prepared 
and evaluated with three different samples: pure penicillin acylase, 
industrial clarified feedstock and crude extract The different gels were 
studied for their purification fold (three to six) and their recovery power 
(80-100%) . The best support was characterized by its dynamic capacity, 

(20 mg/mL) and its recovery power was tested at five flow-ratea (30, ISO, 

300 and 750 cm/h) to determine the optimal flow-rate (300 cm/h) . In addition 
we 

used cleaning in place to test the resistance to hard conditions of 
sanitization by 1 M NaOH (90% of recovery for 12 h of contact). These 
gels may therefore be used on an industrial scale. 

IT 24016- 03 - 3D , 2 - Araino-3 -benzyloxypyr idine , pseudo-affinity ligand 
RL: NUU (Other use. unclassified); USES (Uses) 

(preparation, evaluation and application of new paeudo-af finity chromatog. 
supports for penicillin acylase purification) 
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TR 2001- 
CZ 2000- 
NZ 1999- 
CZ 2000- 
RU 2000- 
EP 2004- 



200003149 

200003176 

664 

545865 

200102612 

200102728 

3982 

S07639 

3981 

127019 

23090 



GR, IT. LI, LU, NL. 



IB, MC, PT, 

19990423 

19990423 

19990423 

19990423 

19990423 

19990423 

19990423 

19990423 

19990423 

19990423 

19990423 

E, MC, PT, 



1-23091 19990423 

LI, LU, NL, SB, MC, PT, 



INVENTOR (S) : 



DOCUMENT TYPE: 

LANGUAGE : 
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PATENT INFORMATIONS 
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1999:708770 CAPLUS 
131:322617 

Preparation of imidazopyridines which inhibit gastric 
acid secretion 

Amin, Kosrat; Dahlstrom, Michael; Nordberg, Peter; 
Starke, Ingemar 
Astra AB, Swed. 

PCT Int . Appl . , 77 pp . 

CODEN: PIXXD2 
Patent 
English 



jWP 



OTHER SOURCE (S): 



AT 1999- 
US 1999- 
ZA 2000- 
ZA 2000- 
NO 2000- 

HK 2001- 
SE 1998- 
EP 1999- 
EP 1999- 
WO 1999- 



947038 

319973 

5796 

5797 
5450 

107857 

1526 

947037 

947038 

SE663 



19990423 

19990614 

20001018 

20001018 

20001027 

20011108 
A 19960429 
A3 19990423 
A3 19990423 
W 19990423 



MARPAT 131:322617 



to 






PATENT NO. 

WO 9955706 

W: AB. AL, 

DE, DK, 
JP. KE, 
MN, MW, 
TM, TR. 
RW: GH, GM, 
ES, FI. 
Cl, CM, 
TW 490466 
CA 2329922 
AU 9943007 



KIND DATE 

A1 19991104 

AM, AT, AU, AZ, BA, 

EB, ES, FI, OB, GD, 

KG, KP, KR, KZ, LC. 

MX, NO, NZ. PL, PT, 

TT, UA, UG, US, UZ, 

KE, LS, MW, SD, SL. 

FR, GB, GR, IE, IT, 

OA, GN, GW, ML. MR, 

B 20020611 

AA 19991104 

A1 19991116 



APPLICATION NO. 



WO 1999 
BB, BG, BR, 
GS, GH, GM, 
LK, LR. LS, 
RO, RU, SD, 
VN, YU, ZA, 
SZ, UO, ZW, 
LU, MC, NL, 
NE, SN, TD, 
TW 1999- 
CA 1999- 
AU 1999- 



SE663 

BY, CA, CH, 
HR, HU, ID, 
LT, LU, LV, 
SE. SG, SI, 
ZW 

AT, BE, CH, 
PT, SE, BF, 
TO 

88106129 

2329922 

43007 



DATE 

19990423 
CN, CU, CZ, 
IL, IN, IS, 
MD, MG, MK, 
SK, SL, TJ, 

CY. DE, DK, 
BJ, CF, CO, 

19990416 

19990423 

19990423 




The title compds . [I; Rl • H, Me, CH20H ; R2 - Me, Et ; R3 ■ H, alkyl, halo, 
etc.; R4 - H, alkyl, halo, etc.; R5 - H, halo; R6, R7 . H, alkyl, 
hydroxylated alkyl, etc.; X - NH, O) which inhibit exogenously or 
endogenously stimulated gastric acid aecretion (no data) and thus can be 
used in the prevention and treatment of gastrointeatinal inflammatory 
diseases, and for treatment or prophylaxis of conditions involving 




infection by Helicobacter pylori of human gastric mucoia, were prepared 
Thus, reacting Et 3 . 3 -dimethyl - S - (2-ethyl-6-methy lbcnzyl amino) - imidazo [ 1 , 2 - 
a] pyridine-6-carboxylate with propylamine in the presence of a cat. amount 
of NaCN in MeOH afforded 421 1 [R1 - R2 - R4 - Me; R3 - Et ; R5 - R7 - H; 

R6 - Pr] . In general, compde. I are effective at 5-1000 mg/day. 

249920 • 22- IP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of imidazopyridines which inhibit gastric acid secretion) 
248930-22-1 CAPLUS 

3 -Pyridinecarboxamide, 6-amino-5- [ (2 -ethyl - 6 -methyl phenyl ) methoxy] - (9CI) 

(CA INDEX NAME) 
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1999:354476 CAPLUS 
131:18840 

Preparation of biphenylamidine derivatives as factor 
Xa inhibitors 

Takano, Yasunobu; Nakada. Tomohisa; Hara, Takayuki; 
Sugiura, Satoshi; Tautaumi. Takaharu; Takarada, Reiko; 
Takazawa, Yoahiharu 
Teijin Limited, Japan 
PCT Int. Appl . . 82 pp. 

CODEN: PIXXD2 

Patent 

Japanese 




I — J-CH2-0- 




CA 2310330 
AU 9911741 
AU 736112 
EP 1043311 



IE, SI, 
NZ 504324 
US 6348478 
NO 2 000002S 68 



19990603 
AZ, BA, BB, 
GB, GD, GE, 
LK. LR, LS, 
RO, RU. SD. 
VN, YU, ZW, 
MW, SD, SZ, 
IE, IT, LU, 
ML, MR, NE, 
i 19990603 

19990615 
: 20010726 

20001011 
DK, ES, FR, 
FI, R0 

20020201 

20020219 

20000626 



WO 1998 - JP5210 
BG, BR, BY, CA, CH 

GH, GM, HR, HU, ID 

LT, LU, LV, MD, MG 

SB, SG. SI, SK, SL 

AM, AZ, BY, KG, KZ 

UG, ZW, AT, BE, CH, 

MC, NL, PT, SE, BF 

SN, TD, TO 

CA 1998-2310330 
AU 1999-11741 



19981119 
CN. CU, CZ, DE, 
IL, IS, JP, KE, 
MK, MN, MW, MX, 
TJ, TM, TR, TT, 
MD, RU, TJ, TM 
CY, DE, DK, ES, 
BJ, CF, CG, Cl, 



NZ 1998-504324 
US 2000-SS4449 
NO 2000-2588 



(9CI ) (CA INDEX NAME) 
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129:216618 

Preparation of imidazo 
of gaatric acid secret 
Amin, Koarat; Dahlstroi 
Starke, Ingemar 
Astra AB, Swed. 

PCT Int. Appl., 78 pp. 
CODEN: PIXXD2 
Patent 
English 



dazo(l , 2-a] pyridinea for 
cretion 

strom, Mikael; Nordberg, 
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1998:624858 CAPLUS 
129 : 302S66 

A new heterocyclic multicomponent reaction for the 
combinatorial synthesis of fused 3 -arainoimidazoles 
Bienayme, Huguea; Bouzid, Kamel 

Rhone - Poulenc Technologieo , St-Fona, F-69192, Fr. 

Angewandte Chemie, International Edition (1998) , 

37(16), 2234-2237 

CODEN: ACIEF5; ISSN: 1433-7851 

Wiley-VCH Verlag GmbH 

Journal 

English 

CAS REACT 129:302566 



GA, 

ZA 9801134 
CA 2280008 
AU 9863147 
AU 723389 
EP 971920 
EP 971920 
R: AT, 



ZA 1998-1134 
CA 1998-2280008 
AU 1998-63147 



Reaction of heteroarom. amidinea, aldehydes, and isonitrilea in the 
presence of a catalytic amount of protic acids gave fused 3 -amino imidazoles 
E.g., HC104 -catalyzed reaction of 2-aminopyrimidine , PhCHO, and Me3CNC 
gave 82% imidazopyrimidine I. 

24016-03-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of fused aminoimidazoles by multicomponent reaction of 
aminoamidines, aldehydes, and isonitrilea) 

24016-03-3 CAPLUS 

2-Pyridinamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 



TR 9902060 
EE 9900367 
EE 4016 
BR 9807457 
NZ 336878 
JP 200151247 
AT 218569 
RU 2193036 
PT 971920 
ES 3178169 
CN 1100056 
CZ 291681 
TW 568907 
SK 283903 
PL 190379 
US 6265415 
NO 9904078 
NO 313009 
HK 1024248 
PRIORITY APPLN. II 



HK 2000-103720 
SE 1997-661 
WO 1998-SE275 



REFERENCE COUNT: 



32 



THERE ARE 32 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 




PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 




DE 19644934 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S ) : 



fr '» 

^ N A 



The title compda . [I; R1 » Me, CH20H; R2, R3 > lower alkyl; R4 ■ H, halo; 

R5 « H, halo, lower alkyl; X • NH, 0] and their aalta, which inhibit 
exogenously or endogenoualy stimulated gaatric acid aecretion and thua can 
be ueed in the prevention and treatment of gaatrointeatinal inflammatory 
diaeaaea, and for the treatment or prophylaxia of conditiona involving 
infection by Helicobacter pylori of human gaatric mucoaa, were prepared 
Thua, treatment of a atirred mixture of B-amino-2 , 3 , 6-trimethylimidazo ( 1 , 2- 
a] pyridine, 2 , 6-dimethylbenzaldehyde and ZnC12 in MeOH with NaBH3CN 
afforded 36% I.HC1 [R1-R3, RS . Me; R4 ■ H; X • NH} . Compda . I are 
effective at 5-1000 mg/day. 

2122 6 6 - 32-IP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

paragon of imidazo [1, 2-a) pyridinea for inhibition of gaatric acid 
aecret ionJ s **Xw 
212268-32-1 CA?b«S 

2-Pyridinamine, 3 - R<L6 -dimethylphenyl ) methoxy] - 5-methyl - (9CI) (CA INDEX 
NAME) \ 






ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



1998:277667 CAPLUS 
128:328721 

Photographic color c 
coupler 

Bergthaller, Peter; 
Agfa-Gevaert A.-G., 
Ger. Of fen. , 16 pp. 
CODEN: GWXXBX 
Patent 
German 



Lui, Norbert 
Germany 



Inaecticidea and acaricidea contain benzyloxypyridinea I [R » H, Cl- 6 
alkyl; X - H, halo, Cl-6 alkyl, amino, N02; Y « H, halo, Cl-6 (halo) alkyl, 
cycloalkyl, C2-6 (halo) alkenyl , Cl-6 (halo) alkoxy , Ph, cyano, N02; n « 

1- 2] aa active ingredienta. I (R > H; X - H, halo; 11 of Y ■ Cl-6 
haloalkyl, C2-6 haloalkenyl, Cl-6 (halo) alkoxy , Ph, cyano, N02] are alao 
claimed. A HMPA aolution of 3 -hydroxypyridine waa added dropwiae to a HMPA 
aolution of NaH at £10* and the reaction mixture waa further 

atirred at room temperature for 30 rain, then treated with a HMPA aolution of 
4-aec-butylbenzyl chloride at room temperature for 6 h to give 
3- (4* aec- butyl ben zyloxy) pyridine. Thia compound completely controlled 
larvae of Laodelphax atriatellua inoculated on rice seedlings . Agrochem. 
prepna. of I were alao formulated. 

81066- 61-7P 

RL: AGR (Agricultural uae) ; BAC (Biological activity or effector, except 
advene) ; BSU (Biological atudy, unclaaaif ied) ; SPN (Synthetic 
preparation); BIOL (Biological atudy); PREP (Preparation); USES (Uaea) 
(preparation of benzyloxypyridinea aa insecticides and acaricidea) 
81066-61-7 CAPLUS 

2- Pyridinamine, 3- [ (4 - (1 , 1-dimethylethyl ) phenyl] methoxy] - (9CI) (CA INDEX 
NAME) 



to 
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Preparation of pyrazinobenzothiazine derivatives and 
analogs for the treatment of inflammation and 
autoimmune diseases 

Kaneko, Toahihiko; Clark, Richard; Ohi, Norihito; 

Ozaki, Fumihiro; Kawahara, Tetauya; Kamada, At sushi; 

Okano, Kazuo; Yokohama, Hiromitsu; Muramoto, Kenzo; 

Arai, Tohru; Ohkuro, Maaayoahi; Takenaka, Osamu; 

Sonoda, Jiro 

Eisai Co., Ltd., Japan 

PCT Int. Appl . , 1344 pp. 

CODEN: PIXXD2 

Patent 

Japanese 



WO 9806720 A1 19980219 WO 1997-JP2787 19970808 

W: AU, CA, CN, HU, JP, KR, MX, NO, NZ. RU, US 

RW: AT, BE, CH. 0B, DK, ES, FI, FR, GB, GR, IE, IT, LU. MC, NL, PT, SE 
CA 2262S69 AA 19980219 CA 1997-2262569 19970808 

AU 9737849 A1 19980306 AU 1997-37849 19970808 
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A Novel Class of Orally Active Non- Peptide Bradykinin 
B2 Receptor Antagonists. 1. Construction of the Basic 
Framework 

Abe, Yoahico; Kayakiri, Hiroshi; Satoh, Shigeki; 

Inoue, Takayuki; Sawada , Yuki; Imai, Keisuke; Inamura, 
Noriaki; Asano, Maaayuki; Hatori, Chie; Katayama, 
Akira; Oku. Teruo; Tanaka, Hirokazu 
Exploratory Research Laboratories, Fujisawa 




Pharmaceutical Co., Ibaraki, 300-36, Japan 
SOURCE: Journal of Medicinal Chemistry (1996), 41(4), 564-578 

CODEN: JKCMAR; ISSN: 0033-3633 
PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 

LANGUAGE: Engl i ah 

AB A novel claaa of potent, selective, and orally active non-peptide 

bradykinin (BK) B3 receptor antagonists were designed and synthesized 
starting from a -bcnzyloxyimidazo (l, 2-a) pyridine derivative (I ) . The unique 
screening lead I was discovered by a 3-step intentional random screening 
process, involving recognition of the relationship between BK and 
angiotensin II (Ang II) and the common structural features. Systematic 
chemical modification of I elucidated the structural requirements essential 
for B3 binding affinity leading to the identification of 
6- I [3- (N-acylglycyl-N-methylamino) -3, 6 -dichlorobenzyl) oxy] -3-halo-3- 
methylimidazo (1, 3-a] pyridine skeleton as the basic framework of this new 
series of S3 antagonists. A mol. modeling study suggested the key role of 
the N-methylanilide moiety at the 3 -posit ion of the 3 . 6 -dichlorobenzene 
ring to allow these compds . to adopt the characteristic active 
conformation. The representative lead compds. inhibited the specific 
binding of (3H) BK to guinea pig ileum membrane prepns. expressing B3 
receptors, with nanoraolar IC50e and also displayed in vivo functional 
antagonistic activities against BK- induced bronchoconstriction in guinea 
pigs at an oral dose of 1 mg/kg. Pharmacokinetic studies of the 
N-butylamide and Et urea moieties at the 3-poaition of the 
2, 6 -dichlorobenzene in rats highlighted their excellent oral 
bioavailabilities, indicating that they represent the first orally active 
non-peptide B2 antagonists reported to date. 

IT 107239 - 64 - IP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and MS BAR of nonpeptide bradykinin B2 receptor antagonists) 
RN 107229-64-1 CAPUTS 

CN 2-Pyridinamine, 3- ( (2, 6-dichlorophenyl ) raethoxy] - (9CI) (CA INDEX NAME) 
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JP 09291078 



1997:732342 CAPLUS 
128:48243 

Preparation of (piperazinylalkoxy) aryl -containing 
imidazoles and ant i hypertensive a containing them 
Kimura, Tetsuya; Hoahino, Masato; Awano, Katsuya; 
Kawa i , Tomoyuki 

Kyorin Pharmaceutical Co., Ltd., Japan 
Jpn. Kokai Tokkyo Koho, 12 pp. 

CODEN: JKXXAF 

Patent 

Japanese 



KIND DATE 
A3 19971111 



APPLICATION NO. 
JP 1996-129053 



DATE 

19960425 



JP 1996-129053 



KARPAT 128:48243 



' STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

kB Title compds. I (A - CH2, CO; R - Cl-3 alkyl, Cl-5 acyl; X - CH. N; Y • 

C02H, tetrazolyl; m » 0, 1; n ■ 3, 4) or their salts, which show 
angiotensin II antagonistic and al blocking activity, are prepared 
from piperazines II (R6 » N02 , cyano; X, n ■ same as 1) by reduction, 
N-acylation or -alkylation, condensation with imidazoles III (R2 - C02H, 
CH20H ; Y1 - Cl-3 a Ikoxy carbonyl , cyano) or their derive., and hydrolysis 
or reaction with azides. Ill (R2 - CH20H, Y1 - C02Me) (1.00 g) was 
chlorinated by SOC12 and treated with 840 mg 4 - (3 - (4- 

aminomethylphenoxy) propyl] -1- (2 -methoxyphenyl) piperazine (preparation given) 
DMF in the presence of NEt3 at room temperature for 1 h and at 80* for 30 
min to give 650 mg I [R - H. A - CH2 , X • CH, Y1 - C02Et (sic), m - 1. n - 
3) , 630 mg of which was heated with NaOH in EtOH at S0» for 2 h and 
under reflux for 2 h to give 350 mg I (R - H, A . CH2 . X « CH , Y - C02H, m 
■ 1, n * 3) (IV). IV inhibited angiotensin II- and phenylephrine- induced 

contraction of rabbit aorta with pA2 of 8.1 and 6.9, resp. 

T 199853 • 3 5-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of (piperazinylalkoxy) aryl-containing imidazoles as 
sntihypertensives) 

IN 199853-35-5 CAPLUS 

71 2-pyridinamine, 3- (3- [4- (2 -methoxyphenyl) -1-piperazinyl) propoxy] - (9CI) 

(CA INDEX NAME) 



- (CH 2 )3 — 
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1997:278986 CAPLUS 
126 : 2S11S1 

Preparation and formulation of benzodioxoleacotic acid 
and phenylacetic acid derivativea as cndothelin 
antagonists 

Hayashi, Kunio; Yamamori, Teruo; Kanda, Yasuhiko 
Shionogi and Co., Ltd., Japan 
PCT Int. Appl . , 104 pp. 

CODEN: PIXXD2 

Patent 

Jepaneee 



PATENT 1 



KIND 



DATE 



APPLICATION NO. 



DATE 



WO 9710214 Al 19970320 WO 1996-JP2607 19960912 

W: AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY. CA, CH , CN, CU, CZ, DB, 

DK, EE, ES, FI, GB, GE, HU, IL, IS, JP. KE, KG, KR, KZ. LC, LK, 

LR. LS, LT. LU, LV, MD, MG, MK, MN, MW, MX, NO, NZ. PL, PT, RO, 



OTHER SOURCE (S) 



RU. SD, SB. SO, SI. SK, TJ, TM, TR, TT, 

AZ, BY, KG, KZ, KD, RU, TJ, TM 

KE, LS, MW, SD, SZ, UO, AT, BE, CH , DE, DK, ES 

IE, IT, LU, MC, NL, PT, SE, BF, B J , CF, CG, Cl 

Al 19970401 AU 1996-69446 
JP 1995-262337 
WO 1996-JP2607 

MARPAT 126:351151 



UG, US. UZ, VN, AM, 

ES, FI, FR, GB, GR, 

19960912 
19950914 
19960912 




The title compds. I (R1 to R7 represent each hydrogen, halogeno, 
optionally aubstituted lower alkyl, etc.; and X represents O, S or NR15; 
R15 represents hydrogen or optionally aubstituted lower alkyl; Y ■ OH, 
NHS022; Z » (un) substituted aryl, etc.] are prepared In the in vitro test 
for cndothelin A receptor antagonism, the title compound II showed ICS0 of 
2.4 nM. In the teat for endothelin B receptor antagonism, the title 
compound II showed IC50 of 290 nM. 

188668-42- OP 

RL: BAC (Biological activity or effector, except adverae) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation); THU (Therapeutic use) ; 
BIOL (Biological atudy) ; PREP (Preparation); USES (Uaea) 

(benzodioxolcacetic acid and phenylacetic acid derive, as endothelin 
antagonists) 

188668-42-0 CAPLUS 

1, 3-Benzodioxole-5-acatic acid. «- [ (2-amino-3-pyridinyl)oxyJ - (9CI) 

(CA INDEX NAME) 
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1996:637683 CAPLUS 
12S : 300999 

Pyridino subatituted oximes useful as 
anti-atherosclerosis and anti-hypercholesterolemic 
agents 

Larsen, Scott D.; Spilraan, Charles H. 

Upjohn Co. , USA 

U.S., 19 pp. Cont. -in-part of U.S. Ser. No. 900, 229, 
abandoned . 

C0DEN: USXXAM 

Patent 

English 



DATE 



US 5565468 
AT 177426 
ES 2130269 
CN 1081678 
US 5523318 
US 5597816 

PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 



19961015 

19990315 

19990701 

19940209 

19960604 

19970128 



APPLICATION NO. 

US 1994-313684 
AT 1993-912362 
ES 1993-912362 
CN 1993-107183 
US 1995-466181 
US 1995-468158 
US 1992-900229 
US 1994-313684 



DATE 



19940927 
19930505 
19930S0S 
19930617 
19950606 
19950606 
B2 19920617 
A3 19940927 



MARPAT 125:300999 



Imidazopyridino- and pyrazolopyridino- substituted oximes are disclosed 
for the treatment of atherosclerosis and hypercholesterolemia. Thus, 

2, 4-pentanedione mono(l-arainotetrahydroazepinyl) hydrazone was cyclized to 
the ketone I [X - 0] which was converted to the oxime I (X • NOH] as a 
mixture of isomers. In quail I [X ■ NOH) at 50 mg/kg day for 7 days in the 
diet gave a LDL+VLDL level 56% of controls. 

24016-03-3 , 2-Amino-3-benzyloxypyridine 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of oximes of condensed pyridines as ant icholesteremics) 
24016-03-3 CAPLUS 

2-Pyridinamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 



-CO. 
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1996:476652 CAPLUS 
125:142576 

Pyridopyrimidonea , quinoline* end fused N-heterocyclea 
aa bradykinin antagonists. 

Oku, Teruo; Kayakiri, Hiroahi; Sacoh, Shigeki; Abe. 
Yoshito; Sawada, Yuki; Inoue, Takayuki; Tanaka. 
Hirokazu 

Fujisawa Pharmaceutical Co., Ltd., Japan 
PCT Int. Appl . , 263 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



HO 9613465 

W: AU. CA, CN, 

RW: AT. BE, CH, 
CA 2203659 
AU 9537536 
AU 705663 
EP 607105 
EP 607105 

R: AT. BE, CH, 

CN 1166667 
JP 10507764 
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ES 1995-935563 
US 1997-809416 
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• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 



AB The invention relate* to title compd*. I IZ ■ group Q1 or Q2; XI - N or 
CR1 ; XI > N or CR9; X3 - N or CR2 ; R1 - alkyl; R2 - H, (un) substituted 
alkyl, alkoxy, halo, aryl, amino, etc.; R3 - H, alkyl, alkoxy, halo; R4 • 
alkyl, alkoxy, halo; RS » OH, nitro, (un) aubat ituted alkoxy, aubatituted 
piperazinyl, NR6R7 ; R6 - H , alkyl; R7 ■ H , alkoxycarbonyl , (un) aubat ituted 
aroyl, carbamoyl, -(AA)COQRB, -(AA)R10; R8 • (un) aubat ituted arylthio, 
aryloxy, arylamino, heterocyclylthio, heterocyclylamino, etc.; R9 ■ H, 
alkyl; RIO • H, acylbiphenyl ; A • alkylene; (AA) - amino acid; Y - O, 

NR11; Rll ■ H, N-protective group] , and pharmaceutically acceptable salta 
thereof, proceaaea for their preparation, pharmaceutical coepn*. , and 
therapeutic uae in the prevention and/or the treatment of 
bradykinin-mediated diaeaaea. Such diaeaaea include allergy, 
inflammation, autoimmune dieeaee, ahock, and pain. For inatnnce, 
amidation of 8- (3- (N-glycyl -N- methyl amino) -2, 6-dichlorobenzyloxyj -2- 
methyl quinoline with <E) -3- (6- (ethoxycarbonyl ) - 3-pyridyl] acrylic acid 
[prepna. given) uaing EDC and HOBt in DMF gave title compound II. The 
aimilarly prepared title compound III.HC1 gave 100% inhibition of 
[3H] -bradykinin binding to rat ileum rcceptora in vitro at 10-6 M. 

IT 24016-03-3 , 2-Araino- 3 - (benzyloxy) pyridine 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(starting material; preparation of pyridopyrimidonea, quinolines, and fuaed 
N-heterocyclea as bradykinin antagonists) 



RN 24016-03-3 CAPLUS 

CN 2 -Pyr id inamine. 3- (phenyl met hoxy) - (9CI) (CA INDEX NAME) 




NH 2 

0-CH2~Ph 
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PL, RO, RU, 
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B1 20000503 
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19941014 
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19951013 



19951013 
19951013 
19951013 
19970702 
A 19941014 
W 19951013 




AB The title compds. (I; Q - C6-20 alkylene, (un) substituted arylene, 
cycloalkylene; between the two pyridine rings a hydrocarbon chain 
including 6-34 carbon atom* is present; n - 0-7; and R1-R4 - H, 



(un) branched (un) substituted Cl-6 alkyl, (un) aubatituted aryl, benzyl, 
thienyl, furyl, halogen, alkoxy, benzyloxy; m » 6-20), useful for 
controlling parasitic infections within red blood cells (e.g., malaria, 
babesiasis, or piroplasmosis) , are prepared Thus, 1 , 12 -dibromododecane was 
dissolved in MEK and reacted with 4- methyl- 2 -aminopyridine, producing 

l. 1- (l. 12 -dodecanediy 1 ) bia (3 -methyl - 2- <1H) pyridinimine) di hydrobromide, 

m. p. 206*, which demonstrated an in-vivo parasiticidal activity 
against Plasmodium species at 10 nM. 

IT 24016-03-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of bis-2-eminopyridines for controlling parasitic infections of 
red blood cells) 

RN 24016-03-3 CAPLUS 

CN 2-Pyridinamine, 3 - (phenyl met hoxy) - (9CI) (CA INDEX NAME) 
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PCT Int. Appl., 2$ pp. 
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Patent 
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WO 9603402 

W: AU, BO, BR, 

NZ, PL. RO, 
RW: AT, BE, CH, 
CA 2196075 
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EP 772614 

R: AT. BE, CH, 

JP 10505330 
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BY, CA, CN, CZ, 
RU, SO, SI, SK, 
DE. DK, ES, FR, 
AA 19960208 
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A1 19970514 
DE, DK, ES, FR, 
T2 19980526 



WO 1995 - EP2 951 
EE. FI, HU, JP, KR, 
UA, US 

GB, GR. IE, IT, LU, 
CA 1995-2196075 
AU 1995-32217 
EP 1995-928467 
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JP 1996-505479 
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WO 1995-EP2951 
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19950726 

LT, LV, MX. NO, 

MC, NL, PT, SE 
19950726 
199S0726 
19950726 

LU, MC. NL, PT, 

19950726 
A 19940726 
W 19950726 



SE 



AB Title compds. (I; R » halo, thiocyano; Rl - alkyl; R2, R4 - H, alkyl 

alkoxy, halo, CF3 ; R3 • alkoxy; RS • H, alkyl, alkoxy, halo; A ■ 0, NH) , 
were prepared Thus, B -amino- 3 -chloro- 2 -methyl imidazo (1, 2-a] pyridine, 

2 -methoxycarbonylamino-6-methylbenzyl chloride, Nai, and Na2C03 were 
stirred in acetone to give 51% 3-chloro- B- (2-methoxycarbonylamino- 6- 
methylbenzylamino) - 2 -methyl imidazo { 1 , 2 - a) pyr idine . The latter at 10 
pmol/kg i.v. inhibited pentagaatrin-stimulated gastric acid secretion 
in rat stomacha by 82%. 

IT 24016-03-3, 2 -Amino- 3 -benzyloxypyridine 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of haloimidazopyridinea as gastric acid aecretion inhibitors) 
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NH 2 

0-CH2- Ph 



L22 ANSWER 76 OF 144 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 

TITLE: 

I NVENTOR ( S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 

LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



CAPLUS COPYRIGHT 2006 ACS on STN 
1996:211764 CAPLUS 
124:261035 

Condensed imidazole compounds, their production, and 
use aa adhesion molecule expression inhibitors. 
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Takeda Chemical Industrie*. Ltd., Japan 
PCT Int. Appl., 238 pp. 
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Patent 
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PATENT NO. 
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LR, LT. LV, MD, MG, KN, MX, NO, NZ, PL, RO. 
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TO 
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GR, IE, IT, 
ML, MR, NE, 
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AU 9S26826 
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R: AT, BE, CH, 

CN 1151161 
CN 1046725 
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US S840732 

PRIORITY APPLN. INFO.: 



OTHER SOURCE (S) : 
01 
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A1 199601 IS 

A1 19970416 

B1 20011212 
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S 20011215 

A2 19961203 

A 19981124 
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AT 1995-921968 
JP 1995-151844 
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JP 1994-137600 
JP 1995-64128 
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19950615 

19950615 

LU, NL, PT, SB 
19950615 

1995061S 
19950619 
19961206 
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W 19950615 




(Reactant or reagent) 

(intermediate; preparation of condenaed imidazolea aa adheaion mol. 
expreaaion inhibitors) 

RN 175143-00-7 CAPLUS 

CN 2 , 4 -Thiazol idinedione. 3- [4- { (2 -amino-3 -pyridinyl) oxy] butyl) - (9CI) (CA 

INDEX NAME) 




°^yo 



RN 175143-08-5 CAPLUS 

CN 2, 4 -Oxazol idinedione, 3- [4- 1(2 -amino-3 -pyridinyl) oxy) butyl) - (9CI) (CA 

INDEX NAME) 




AB The invention providea new condenaed imidazolea possessing adheaion mol . 

expreaaion- inhibiting activity. Thia invention alao providea therapeutic 
and prophylactic agenta for diabetic nephritis and/or autoimmune diaeaae, 
and immunoauppreasanta for organ transplantation. The compda. have 
formula I {wherein X - bond, S(0)m, O, NR3a, Aik. AlkW, or SAlkW; W - O. 

NRJa, COO or OCONRla; Y - CH or N; B - groups Q1 or Q2; B1 - (CH2)f or 
CZ1Z2 ; t - 1-6; Z1 - O or S; Z2 - 0, S, Alkl, AlklS, or NR3b; Aik, Alkl - 
(un) substituted hydrocarbon diy 1 ; R3a, R3b - H, (un) substituted 
hydrocarbyl; R4 , R5 ■ H , (esterified) C02H, (un) substituted amino or 
heterocyclyl. Ml, SWl, owl; w > (un) aubatituted hydrocarbyl; or R4RS may 
form ring; R6, R7 ■ (un) aubatituted hydrocarbyl or heterocyclyl; R8 - H, 

(un) substituted hydrocarbyl or heterocyclyl, N02, cyano, (un) protected 
NH2, halo, acyl; m- 0-2] . For example, cyclocondensation of benzylurea 
with di-Et phenylmalonate gave 83 % 3-benzyl-5-phenylpyrimidine- 
2,4, 6 (1H,3H) -trione. This was converted to the 6-chloro derivative (95%), 
Nl-alkylated with Br(CH2)3Cl (74%), cyclized with Na hydrosulfide (27%), 
and debenzylated (32%) to give pyrimidothiazinedione derivative II. This 
underwent alkylation with Br(CH2)4Cl (65%), S-oxidation to the dioxide (87%), 
coupling with S-mercaptoimidazo [l , 2-a] pyridine (44%), and acidification 
with HC1 (100%), to give title compound III as the HC1 salt. At 10 
rog/kg/day i.p. in the mouae homologous skin transplantation teat, III.HCl 
increased the mean rejection day from 13. S (control) to 27.0. 

IT 175143 - 00-7P 175143-08-5P 175143-47-2P 

RL : RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 



RN 175143-47-2 CAPLUS 

CN 2, 4 -Thiazol idinedione, 3 - (3- I (2 -amino- 3 -pyridinyl) oxy] propyl] - (9CI) 

INDEX NAME) 
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(CH 3 ) 3 
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AB The present invention relates to certain optionally ring substituted 

pyridinylaminomethylidene bisphosphonic acid tetraalkyl esters (1), where 
R1 to R4 - straight or branched saturated Cl- 5 alkyl, x and Y • H, straight or 
branched saturated Cl -5 alkyl, halogen, benzyloxy, nitro trif luoromethyl , 
etc., or NR5R6 where R5 and R6 ■ the same or different and are H, Cl-5 
alkyl or acyl. Their use for the treatment of bone diseases, such as 
osteolytic bone diseases due to malignancy, Paget's disease and primary 
and secondary osteoporosis are described. 

IT 24 016 -03 - 3 p , 2-Amino-3 - ben zyloxypyri dine 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; pyridylbisphosphonates preparation for use as therapeutic 
agents) 

RN 24016-03-3 CAPLUS 

CN 2-Pyridinamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 
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GI For diagram (■) , see printed CA Issue. 

AB The title compda. I (Rl - H, alkyl, alkenyl, hydroxyalkyl , aubatituted 

hydroxyalkyl, alkylthio, hydroxy, alkoxy, haloalkyl, acyl, halo; R2 - H, 
alkyl, haloalkyl, acyl, aryl; or R1R2 - alkylene; R3 ■ H, alkyl, 
haloalkyl, acyl; R4 - (un) substituted aryl, (un) aubst ituted heterocyclic 
ring, etc.; ring A - Ql, etc.; Q - O, NH, s, SO, S02, C02, alkenylene; XI 
• N, CRB; RS ■ H, halo; Yl, Y2 - single bond, alkylene] and salts thereof 
are claimed. In an in vitro test, 8- (2 , 6 -dichloro-3 - (N-methyl-N- 





o 



NH-C-Et 
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AB The title compds. I (R1 - alkyl; R2 - alkyl, benzyl, etc.], useful as 
inflammation and allergy inhibitors, analgesics, and antipyretics (no 
data), are prepared I [R1 • Me; R2 • cyclohexyl] was prepared in a 3-step 
process starting with 2-amino-3-hydroxypyridine. 

IT 160656-01-9P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of sulfonamidopyridines as pharmaceuticals) 

RN 160656-01-9 CAPLUS 

CN 2-Pyridinamine, 3- (cyclohexyloxy) - (9CI) (CA INDEX NAME) 
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QAR* I 



AB Title compds. [X; R1 ■ halo; R2, R3 » H, alkyl, haloalkyl, acyl, R4 • aryl 
having suitable substituent (s) , heterocyclyl optionally having suitable 
substituent (s) ; 0 ■ O or NR11; Rll - H, acyl; and A - alkylene] , were 
prepared Thus, 8- (2 , 6-dichloro-3 -nitrobenzyloxy) -2 -methyl imidazo [1, 2* 
a]pyridine was stirred with N-bromosuccinimide in ECOH/dioxane to give 
3 -bromo- 8- (2 , 6-dichloro-3 -nitrobenzyloxy) -2-methylimidozo [1, 2-a] pyridine. 

I at 10*5 M gave 95-100% inhibition of 3H-bradykinin binding to guinea pig 
ileum prepns . 

IT 151411-35 -7P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as intermediate for imidazopyridine bradykinin antagonist 
RN 151411-35-7 CAPLUS 

CN 2-Pyridinamine, 3 - I (2 . 6-dichlorophenyl ) methoxy] -6 -methyl- (9C1) (CA INDEX 
NAME) 




IT 107229-64-1 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reaction of, in preparation of imidazopyridine bradykinin antagonist) 
RN 107229-64-1 CAPLUS 

CN 2-Pyridinamine, 3- [ (2 , 6-dichlorophenyl ) methoxy] - (9CI) (CA INDEX NAME) 





AB The title compds., II (tetrazolylbiphenylyl ) methyl ] amino] pyridinecarboxylat 
es I (R3 • H. alkyl, halo; R5 » alkyl) were disclosed. Pharmacol, test 
data for 1 as angiotensin receptor antagonists were reported. 

IT 24016-03-3. 2 -Amino- 3 - (benzyloxy) pyridine 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reactant for ( I (tetrazolylbiphenylyl ) methyl] amino] pyridinecarboxylate) 
RN 24016-03-3 CAPLUS 

CN 2-Pyridinamine, 3 - (phenyl methoxy) - (9CI) (CA INDEX NAME) 



) 
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Winn, Martin; De, Biswanath; Zydowsky, Thomas M.; 
Kerkman, Daniel J. ; Debernardio, John F. ; Rosenberg, 
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Abbott laboratories, USA 
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Beecham Group P.L.C., UK 

Faming Zhuanli Shenqing Gongkai Shuomingshu, 59 pp. 

CODEN: CNXXEV 

Patent 

Chinese 



US S2S0548 
CA 3050723 
AU 9183744 
AU 647174 
JP 04261156 
JP 070S35S1 

PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 

01 



A 19931005 
AA 19920311 
Al 19920312 
B2 19940317 
A2 19920917 
A2 19950228 



MARPAT 121:157652 



US 1993-844351 
CA 1991 - 20S0723 
AU 1991-83744 

JP 1991-258343 
JP 1993-187412 
US 1990-580400 
US 1991-744241 



19920302 

19910905 

19910909 

19910910 
19930630 
B2 19900910 
A2 199108 IS 



PATENT NO. 



CN 1076197 
PRIORITY APPLN. 
OTHER SOURCE (S) : 
GI 



INFO. : 



KIND DATE APPLICATION NO. DATE 



A 19930915 CN 1992-102S04 

CN 1992-102504 

CASREACT 121:133970; MARPAT 131:133970 



19920309 

19920309 




PATENT INFORMATION: 




PATENT NO. 



KIND DATE APPLICATION NO. 



□ATE 



WO 9325553 

W: AT, AU, BB, 

KR, KZ, LK, 
SK, UA, US. 
RW: AT, BB, CH. 
BF, BJ, CF, 
AU 9342933 
EP 649425 
EP 649425 

R: AT. BB. CH. 

JP 07507796 
AT 177426 
ES 2130269 
CN 1081678 

PRIORITY APPLN. INFO. : 

OTHER SOURCE (S) ; 

01 



A1 19931223 
BO, BR, CA, CH. 
LU, MO, MN, MW, 
VN 

DE, DK, ES, FR. 
CO, Cl, CM, GA, 
A1 19940104 
A1 19950426 
B1 19990310 
DE, DK. ES, FR, 
T2 19950831 
E 19990315 

T3 19990701 
A 19940209 



WO 1993-US40S9 
CZ, DE. DK, ES. FI, 

NL, NO, NZ, PL, FT. 

CB, GR, IB, IT, LU, 

GN, ML, MR, NE, SN, 

AU 1993-42933 
EP 1993-912362 

GB, GR, IB, IT, LI, 
JP 1993-501458 
AT 1993-912362 
ES 1993-912362 
CN 1993-107183 
US 1992-900229 
WO 1993-US40S9 



KARPAT 120:323567 



19930505 
GB, HU, JP, KP, 

RO. RU, SD, SB, 

MC, NL, PT, SB, 

TD, TO 

19930505 

19930505 

LU. MC, NL, PT, SB 
19930505 
19930505 
19930505 
19930617 
A2 19920617 
A 19930505 



AB Title compds . I [R1.R2.R3 « H, Cl-6 alkyl; R4 - H, Cl-6 alkyl, halo, OH, 

(un) substituted amino; RS. R6 - H, Cl-6 alkyl; R7 - H, Cl-6 alkyl, halo), 

5-HTlc ancagoniata and therefore uaeful for treatment of many ailmenta, 
are prepared via coupling of the pyridine deriva. II with indole derive. Ill 
(where A and B indicate the reaction aitea) and cyclization of the 
reaulting urea derive. IV (C and D are groupa that can together with the 
benzene ring form an indole moiety). E.g., 5 -amino- 3- ethyl -1, 2 -dimethyl - 
1H- indole (prepared according to a method publiahed in J. Med. Chemical in 1986 
by P. Fludzinaki et. al) waa reacted with phoagene and 3-aminopyridine in 
toluene-CH2C12 containing Et3N at room temperature for 3.S h to give, after 
treatment with HCl , the title compound V. In an in vitro study uaing thia 
had a pKi of 7.6 for antagonizing the affinity of a 3H-labeled methylthio 
derivative of ergine for the S-HTlc receptora. 

IT 24016-03*3 , 2 -Amino-3 - (benzyloxy) pyridine 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(reaction of, in preparation of 5-HTlc antagonists) 

RN 24016-03-3 CAPLUS 

CN 2- Pyridinamine , 3- (phenylmethoxy) - (9CI) (CA INDEX NAME) 




AB RR2C : NR1 (R - e.g. (aubat ituted) pyrazolo [1, 5-a) pyridin- 3 -yl , etc.; R1 • 

OH, hydroxys lkoxy, alkanoyloxy, etc.; R2 - alkyl, (substituted) ph, etc.) 
were prepared Thus, imidazopyridinylethanone I (X ■ O) waa condensed with 
HONH2.HC1 to give I (X - NOH) which gave LDL*VLDL aerum cholesterol level 
41% Chat of controls in chow-fed quail receiving 50mg/kg from feed. 

IT 24016-03-3, 3-Benzyloxy-2 -ami nopyridine 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reaction of, in preparation of anticholesteremic) 

RN 24016-03-3 CAPLUS 

CN 2 - Pyridinamine, 3 - (phenylmethoxy ) - (9CI) (CA INDEX NAME) 





NHa 

0-CH2~ Ph 
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APPLICATION NO. 



WO 19 92 -GB3 8 1 
WO 1992 -GB38 1 

OTHER SOURCE (S) : MARPAT 120:134294 

GI 



WO 9318026 Al ] 

W: BR, CS, FI, HU. NO, 

PRIORITY APPLN. INFO. : 



DOCUMENT TYPE: 
LANGUAGE : 



DATE 



19920304 



AU 9333525 
EP 625143 

R: BE. CH, I 

JP 07503021 
US 5409943 

PRIORITY APPLN. INFO. 



19920304 



OTHER SOURCE (S) : 
GI 
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Preparation of indolyl pyridylureaa aa S-HTlc receptor 
antagoniata 

Forbea, Ian Thomaon; Martin, Roger Thomaa 
Beecham Group PLC, UK 
PCT Int. Appl., 67 pp. 

CODEN: PIXXD2 

Patent 

Engliah 



Al 19930901 AU 1993-33525 

Al 19941123 EP 1993-902250 

FR, GB, IT, LI, NL 
T2 19950330 JP 1993-512929 

A 19950425 US 1994-256697 

OB 1992-1693 
WO 1993-EP174 

MARPAT 120:8473 



19930126 

19930126 



19930126 
19940720 
A 19920127 
A 19930126 




OCHAiRl 




AB Title compde. I (Rl, R2, R3 » H. Cl-6 alkyl; R4 - H, Cl-6 alkyl, halo, HO, 
R9R8N where R8, R9 - H, Cl-6 alkyl; RS, R6 - H, Cl-6 alkyl, halo) or a 
aalt thereof, are prepared 5-Amino-l-methyl-lH-indole (preparation given), 

COC12 

and 3-aminopyridine were reacted to give I (Rl - Me, R2-7 • H) converted 
to the HCl aalt (II). In test to assess the antagonist action, II had a 
KB (apparent dissociation constant) of l ♦ 10-7M. I are claimed to be 
useful in CNS disorders treatment (no data) in rat stomach fundus. 

IT 24016-03-3, 2 -Amino-3 -benzyloxypyridine 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reaction of, in preparation of S-HTlc antagonist) 

RN 24016-03-3 CAPLUS 

CN 2 -Pyridinamine, 3- (phenylmethoxy) - (9CI) (CA INDEX NAME) 



a NH 3 

0-CH 2 ~Ph 



AB The title compda . I (Al, A2 » (un) substituted Ph; R1-R3 » H, Cl-4 alkyl; 
R4 - H, halogen, Cl-6 alkyl. Cl-6 alkoxy; X - CH2 , NR5; R5 - H, Cl-4 
alkyl), uaeful as gastric acid secretion inhibitors, are prepared Thus, 

2 -MeC6H4CH2CN was reacted with HCl gas in EtOH forming Et 
2-methylphenylacetimidate hydrochloride, which was reacted with 
2 -amino- 3 -benzyloxypyridine, producing N- (3- (benzyloxy) -2-pyridyl] -2- 
met hylpheny lace t amid ine hydrochloride, m.p. 119-120*. 

IT 26419- 18-IP 79707- 17 - BP 01O66-59-3P 

010 66 - 64 - OP 107229 -58- 3P 107229-61-BP 
107229-64-IP 117523 - 95- 2P 1S1410-97-BP 
151411-04-0P 151411-08-4P 151411-13-IP 
151411-17-5P 151411- 20- OP 151411-26-6P 
151411-35-7P 151411 - 3 8 - OP 151411-41-5P 
151411-43-7P 151411- 63- IP 151411-94-BP 
151411-97-IP 151412- 01- OP 151412-08-7P 
151412-11-2P 151412- 16-7P 151412-31-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and reaction of, in preparation of gastric acid secretion 
inhibitors) 

RN 26419-18-1 CAPLUS 

CN 2 -Pyridinamine, 3- [ (2-bromophenyl)methoxy) - (9CI) (CA INDEX NAME) 
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PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



W0 9315055 Al 19930805 WO 1993-BP174 19930126 

W: AU, CA, JP, KR, NZ, US 

RW: AT, BE, CH, DE, DK, ES, FR, GB, GR, IE, IT, LU, MC, NL. PT, SS 




RN 79707-17-8 CAPLUS 

CN 2 -Pyridinamine , 3- { (2-fluorophenyl)methoxy) - (9CI) (CA INDEX NAME) 




RN 81066-59-3 CAPLUS 




CN 3 -Pyridinamine, 3 - I (4 -chlorophenyl ) methoxy] - (9CI) (CA INDEX NAME) 




RN 81066-64-0 CAPLUS 

CN 2 -Pyridinamine, 3- (1-phenyl ethoxy) - (9CI) (CA INDEX NAME) 




RN 107229-58-3 CAPLUS 

CN 2-Pyridinamine, 3 - [ (2-methylphenyl) methoxy] - (9CI) (CA INDEX NAME) 




RN 151410-97-8 CAPLUS 

CN 2-Pyridinamine, 3 - [ (4 - f luorophenyl ) methoxy] - (9CI) (CA INDEX NAME) 




RN 151411-04-0 CAPLUS 

CN 2-Pyridinamine, 3 - I (4-methoxyphenyl ) methoxy] - (9CI) (CA INDEX NAME) 




RN 107229-61-8 CAPLUS 

CN 2-Pyridinamine, 3- [ (2-chlorophenyl ) methoxy] - (9CI) (CA INDEX NAME) 




RN 107229-64-1 CAPLUS 

CN 2-Pyridinamine, 3- [ (2, 6-dichlorophenyl) methoxy] - (9CI) (CA INDEX NAME) 




RN 117523-95-2 CAPLUS 

CN 2-Pyridinamine, 3 -t [2 - (trif luaromethyl) phenyl] methoxy] - (9CI) (CA INDEX 
NAME) 




F 



RN 151411-20-0 CAPLUS 

CN 2-Pyridinamine, 3- [ (6-chloro-l, 3-benzodioxol-5-yl)methoxy] - (9CI) (CA 
INDEX NAME) 




RN 151411-26-6 CAPLUS 

CN 2-Pyridinamine, 3- [ (2-chloro-6- f luorophenyl ) methoxy) - (9CI) (CA INDEX 
NAME) 





RN 151411-08-4 CAPLUS 

CN 2-Pyridinamine. 3 • [ (2 , 4 , 6-trimethylphenyl) methoxy) - (9CI) (CA INDEX NAME) 




RN 151411-13-1 CAPLUS 

CN 2-Pyridinamine, 3 - I (2 , 6-dif luorophenyl ) methoxy] - (9CI) (CA INDEX NAME) 




RN 151411-17-5 CAPLUS 

CN 2-Pyridinamine, 3- [ (pentafluorophenyl) methoxy] - (9CI) (CA INDEX NAME) 




Cl Cl 

RN 151411-43-7 CAPLUS 

CN 2-Pyridinamine, 3- ( (2, S-dichlorophenyl) methoxy] - (9CI) (CA INDEX NAME) 




RN 151411-63-1 CAPLUS 

CN 2-Pyridinamine, 3- l (4-methylphenyl)methoxy] - (9CI) (CA INDEX name) 




RN 151411-94-8 CAPLUS 

CN 2-Pyridinamine, 3- ( (2, 4 -dif luorophenyl) methoxy] - (9CI) (CA INDEX NAME) 



RN 151411-35-7 CAPLUS 

CN 2-Pyridinamine, 3- [ (2, 6-dichlorophenyl) methoxy] -6-methyl- (9CI) (CA INDEX 
NAME) 




RN 151411-38-0 CAPLUS 

CN 2-Pyridinamine, 3 - I (2 , 6-diiluorophenyl ) methoxy) - 6-methyl - (9CI) (CA INDEX 
NAME) 




RN 151411-97-1 CAPLUS 

CN 2-Pyridinamine, 3- [ (2, 4, 6- trif luorophenyl) methoxy) - (9C1) (CA INDEX NAME) 





RN 151412-01-0 CAPLUS 

CN 2-Pyridinamine, 3- [ (2, 3, 6- trif luorophenyl) methoxy] - (9CI) (CA INDEX NAME) 



RN 151411-41-5 CAPLUS 

CN 2-Pyridinamine, 3- [ (2 , 4 -dichlorophenyl) methoxy] - (9CI) (CA INDEX NAME) 





F 



RN 1514 12-08-7 CAPLUS 

CN 2 - Pyridinamine , 3- [ (3 -chloro-2- fluorophenyl ) methoxyj - (9CI) (CA INDEX 
NAME) 




IT 24016-03-3. 2 -Amino- 3 -benzyloxypyridine 151411-26-6 
151412-06-5 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reaction of, in preparation of gastric acid accretion inhibitora) 
RN 24016-03-3 CAPLUS 

CN 2 - Pyridinamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 




RN 151412-11-2 CAPLUS 

CN 2 -Pyridinamine, 3- [ (2-fluoro-3-methylphenyl) methoxy] - (9CI) (CA INDEX 

NAME) 





RN 151411-26-6 CAPLUS 

CN 2 -Pyridinamine, 3- ( (2-ehloro-6-fluorophenyl)methoxyJ - (9CI) (CA INDEX 

. NAME) 




RN 151412-06-5 CAPLUS 

CN 2 -Pyridinamine, 3- [ (2-fluoro-4-methoxyphenyl)methoxy) - (9CI) (CA INDEX 
NAME) 



RN 151412-16-7 CAPLUS 

CN 2 -Pyridinamine, 5-chloro-3 -[ (2-chloro- 6- fluorophenyl ) methoxy] - (9CI) (CA 

INDEX NAME) 




Cl 



RN 151412-31-6 CAPLUS 

CN 2- Pyridinamine, 3- ( (2-chloro-6- fluorophenyl) methoxy] -6-methyl- (9CI) (CA 
INDEX NAME) 
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2- (Alkylamino) nicotinic acid and analogs. Potent 
angiotenain II antagoniats 

Winn, Martin; De , Biswanath; Zydowaky, Thomas M.; 
Altenbach, Robert J.; Basha, Fatima Z.; Boyd, Steven 
A.; Brune, Michael E.; Buckner, Steven A.; Crowell, 
DeAnne; et al . 

Cardiovas. Rea. Div. , Abbott Lab.. Abbott Park, IL, 
60064, USA 

Journal of Medicinal Chemistry (1993), 36(16), 2676-88 

CODEN: JMCMAR; ISSN: 0022-2623 

Journal 



LANGUAGE: English 

GI 




N-NH 



AB A series of pyridines and other aix-membered ring heterocycles connected 
to a biphenyl-tetrazole with a -CH2 -NR1- link were discovered to be potent 
angiotensin II antagonists. In the pyrimidine carboxylic acid series I (W 
- CR, X - N, Y - CH, Z - COOH), compds . with an alkyl group (Rl) on the 
exocyclic nitrogen were much more potent than compds. with an alkyl group 
(R) on the heterocyclic ring. The corresponding pyridine, pyridazine, 
pyrazine, and 1 , 2 , 4 -triazine carboxylic acids also showed potent in vitro 
angiotensin II antagonism. The pyridine I (W, X, Y « CH, Z • COOH, Rl « 
n-C3H7) demonstrated potent in vitro activity (pA2 - 10.10, rabbit aorta, 
and Ki - 0.61 nM, receptor binding in rat liver) as well as exceptional 
oral antihypertensive activity and bioavailability. Any nonacidic 
replacement for the carboxylic acid was detrimental for activity. 

IT 24016-03-3 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(alkylation of) 

RN 24016-03-3 CAPLUS 

CN 2 -Pyridinamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 



US 5158952 
CA 2000786 
CA 2000786 
AT 122349 
ES 2075036 
DK 890SS19 
DK 169923 
NO 8904411 
NO 173015 
NO 173015 
AU 8944436 
AU 614437 
ZA 8908436 
FI 92201 
FI 92201 
JP 02191276 
JP 2758045 
KK 146053 
US 5254SS6 
US 6320048 

PRIORITY APPLN. INFO.: 



OTHER SOURCE (S): 



A 19921027 
AA 19900507 
C 19990126 
E 19950515 
T3 19951001 
A 19900508 
B1 19950403 
A 19900508 
B 19930705 
C 19931013 
Al 19900510 
B2 19910829 
A 19910731 
B 19940630 
C 19941010 
A2 19900727 
B2 19980525 
B1 19980817 
A 19931019 
B1 20011120 



MARPAT 118:240939 



US 1989-422847 
CA 1989-2000786 

AT 1989-202724 
ES 1989-202724 
DK 1989-5519 

NO 1989-4411 



AU 1989-44436 

ZA 19B9- 84 36 
FI 1989-5261 

JP 19 B9 - 289 84 2 

KR 1989-16114 
US 1992-932142 
US 1993-100907 
US 1988-267857 
US 1989-422847 
US 1992-932142 



19891017 

19891016 

19891030 

19891030 

19891106 

19891106 



19891106 

19891106 

19891106 

19891107 

19891107 
19920819 
19930803 
B2 19881107 
A3 19891017 
A3 19920819 



AB The compds. have long-acting antipsychotic properties useful in the 
treatment of warm-blooded animals. Thus, 3- (2- (4- (6-fluoro-l, 2- 



benzisoxozol -3 -yl ) - 1-piperidinyl) ethyl) -6, 7, 8, 9 tetrahydro-7-methoxy-2 - 
methyl-4H-pyrido [1, 2-a] pyrimidin-4-one was reacted with 

iodotrimethylsilane in acetonitril and refluxed overnight, evaporated and the 
residue purified to obtain 3- (2- (4- (6-fluoro-l , 2-benziaoxozol-3-yl) -1- 
piperidinyl) ethyl) - 6 , 7 , 8 , 9 tetrahydro- 9 -hydroxy- 2 -methyl -4H -pyr ido [1,2- 
a] pyrimidin-4 -one (I). The antipsychotic activity of I was studied in 
dogs. A capsule contained I 20, Na lauryl sulfate 6, starch 56, lactose 
56, silicon dioxide 0.8, Mg stearate 1.2 parts. 



IT 24016-03-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reaction of, in preparation of antipoychotico) 

RN 24016-03-3 CAPLUS 

CN 2 -Pyridinamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX name) 



a NH 2 

o-CH 2 ~Ph 
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amino acids and esters by ring opening of 
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TITLE: Synthesis and coordination ability of substituted 

iraidazo- pyridines , structural analogs of oxine . 

Influence of copper (II) and nickel (II) ions on 
toxicity of the organic ligand 

AUTHOR (S) : Sawicka, Jolanta; Youyou, Nasser; Swiatek, Jolanta; 

Dccock, Patrick; Kozlowski, Henryk; Blondeau, 

Dominique; Lenormand, Isabelle 

Dep. Basic Med. Sci., Med. Acad., Wroclaw, Pol. 

Journal of Inorganic Biochemistry (1991), 44(3), 

117-25 

CODEN: JIBIDJ; ISSN: 0162-0134 
Journal 
English 

Potentiometric and EPR study on Cu(II) and Ni(II) ion complexes with 
several imidazopyridines have shown that the oxine type of donor set, (N, 
O-), is an effective binding site for metal ions, although the formed 
complexes are considerably weaker than those of oxine itself. The 
modification of the ligand mol. may drastically change the coordination 
equilibrium and stabilities of the resp. species. The rec-assay teats 
detecting the chemical's toxicity indicate that metal ion binding to organic 
mole, may lead to toxicity which is not observed for each of the complex 
components. 

24016-03-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and reaction of, with Et bromopyruvate) 

24016-03-3 CAPLUS 

2-Pyridinamine, 3- (phenylmethoxy) - (9CI) (CA INDEX NAME) 




AB Hydroxypyridopyrimidinone I [R » H; R1 - H (II)] was prepared by 
condensation of 2-amino-3-hydroxypyridine with isopropyl idene 
aminomethylenemalonate. The reaction first led to an enamino ester 
intermediate which underwent cyclization by heating at 250» 
affording the new heterocyclic phenol II. A similar condensation 
performed on 2 -amino- 3 -benzyloxypyridine yielded the corresponding 
benzylie ether which can be easily debenzylated to II by hydrogenolysis. 
Furthermore, 2 -amino- 3 -benzyloxypyridine condensed with di-Et 
e t hoxyme t hy lenema 1 onate to pyridopyrimidinone I (R • CH2Ph; R1 ■ C02Et) 
which was also debenzylated to the corresponding free phenol. 

IT 24016-03-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation and condensation of, with Meldrum's acid) 

RN 24016-03-3 CAPLUS 

CN 2-Pyridinamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 





NH 2 

O-CH 2 - Ph 
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Betaines from new heterocyclic phenols: 
9-oxido-pyrido (l , 2-a] pyrimidin- S - iura and derivatives 
Dennin, F. ; Blondesu, D.; Sliwa, H. 
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AB The title compde. I (R » H, Me) were obtained from the correaponding 

hydroxy compds. II (R1 ■ H, CH2Ph) by ion exchange on Amberlite IRA 401 S. 
II in turn were prepared by the cyclocondenaation of pyridinea III with 
MeCOCH2COMe or (MeO) 2CHCH2CH (OMe) 2 in HC104 . 

IT 24016-03-3, 2 -Amino-3 -benzyloxypyridine 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(cyclocondensation of, with acetoacetone or tetramethoxypropane) 
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Preparation of 3 - ( (4 -oxopyrido (1 , 2 -a] pyrimidin-3- 
yl)piperidin-4-ylJ 1, 2-benziaoxazoles as antipsychotics 
Janssen. Comelue Gerardus Maria; Knaeps, Alfonsua 
Guilielmua; Kennis, Ludo Edmond Josephine; Vandenberk, 
Jan 

Janasen Pharmaceutics N. V., Belg. 
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AB Title compds. I (R1 ■ Cl-4 alkyl, H, halo; R2 - Cl-4 alkyl; R3 - HO, 

R4C02, R4 - Cl-19 alkyl; R5 ■ Cl-4 alkanediyl) are prepared 

3- (2-Chloroethyl) -6,7,8, 9- tetrahydro- 9 -hydroxy- 4H -pyrido [l , 2-a] pyrimidin-4- 
one, 6- f luoro- 3- (4-piperidinyl ) - 1 , 2-benziaoxazole , HC1 , Me2CHNHCHMe2 and 
MeOH were stirred overnight at 60* to give I (R1 * 6-F; R2 » Me; R3 
■ 9 - HO ; R5 » Et) (II) . Antipsychotic activity was demonstrated in the 
combined apomorphine, tryptamine and norepinephrine test in rats or the 
apomorphine teat in dogs. The EDSO's for II [apomorphine, tryptamine 
(convulsion, hyperemia), norepinephrine] were 0.25, 0.31, 0.002, 0.08, 
mg/kg, resp. Pharmaceutical formulations of I are presented. 

IT 24016-03-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reaction of, in preparation of antipsychotics) 

RN 24016-03-3 CAPLUS 

CN 2-Pyridinamine, 3- (phenylmethoxy) - (9CI) (CA INDEX NAME) 



a NH 2 

O — CH2 ~ Ph 



EP 368388 
EP 368388 
EP 368388 

R: AT, BE, CH, 

CA 2000786 
CA 2000786 
AT 122349 
ES 2075036 
DK 8905519 
DK 169923 
NO 8904411 
NO 173015 
NO 173015 
AU 8944436 
AU 614437 
ZA 6908436 
FI 92201 
FI 92201 
JP 02191276 
JP 2758045 
KR 146053 
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DK 1989-5519 
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Benzazoles as histamine H2 antagonists 
Takasugi, Hisashi; Kataura, Yousuke; Inoue, 
Nishino, Shigetaka; Takaya, Takao 
Fujiaawa Pharmaceutical Co., Ltd., Japan 
Eur. Pat. Appl . , 66 pp. 

CODEN: EPXXDW 

Patent 
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EP 356234 
EP 356234 
EP 356234 

R: AT, BE, CH , 

US 5047411 
AT 105554 
JP 02104578 
JP 2897271 

PRIORITY APPLN. INFO. : 
OTHER SOURCE (S) : 



A2 19900226 EP 1989-308593 

A3 19900801 

B1 19940511 

DE, ES, FR, OB, OR, IT, LI, LU, NL, SE 
A 19910910 US 1989-397669 

E 19940515 AT 1989-308593 

A2 19900417 JP 1989-219383 

B 2 19990531 

GB 1968-20231 A 

EP 1989-308593 A 

MARPAT 113:191333 



19890824 



19890823 

19890824 

19890825 

19860825 

19890824 




01 




AB The title compda. [I; Rl - (aubetituted) aryl, heterocyclyl ; R2 - OH. SH, 
alkyl thio, alkyl, amino, sulfo; R3 - H, halo, elkoxy; A - 
{hydroxy- aubatituted) alkylene, alkenylene, etc.; X ■ O, S, imino] , were 
prepared aa histamine H2 antagoniata. Thus. 2-{2-(4-(3- 
methylthioureido) phenyl) ethyl) pyridine in CHC13 waa treated with Br at 
room temperature and the product waa heated with 10* HC1 at 70-80* to 
give 6- (2- (2-pyridyl) ethyl] -2-raethyleminobenzothiazole . 1 at 32 mg/kg 

orally in rata immersed in a H20 bath gave 83.9-98.6% inhibition of ulcer 
f oroat ion. 

IT 12B61B- 32- 6P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, aa histamine H2 antagonist) 

RN 128618-32-6 CAPLUS 

CN 2 -Benzoxazolamine , 6- [( (2-amino-3-pyridinyl)oxy) methyl) - (9CI) (CA INDEX 

NAME) 
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4-Heterocyclyloxy-2H-l-benzopyran potassium channel 
activators 

Bergmann, Rolf; Eiermann, Volker; Gericke, Rolf 

Cent. Anal. Lab., E. Merck, Darmstadt, D-610O, Germany 
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AB The reaction of 2 , 4-dihydroxypyridine with 3 , 4 -epoxy-3 , 4 -dihydro-2 , 2 - 
dimethyl-2H-l-benzopyran-6-carbonitrile (I) yielded the 

4 - [(1,2 - dihydro- 2 -oxo-4 -pyridyl ) oxy) compound II (R - CN) (III) accompanied 
by email amta. of the iaomeric 4- (1, 2-dihydro-4-hydroxy-2-oxo-l-pyridyl) 

IV (R • H) (V) . This could also be prepared by hydrogenation of the 
benzyloxy derivative IV (R ■ PhCH20) . Reaction of 3 , 6-pyridazinediol with I 
gave the 4- ( (1, 6-dihydro-6-oxo-3-pyridazinyl)oxy] compound VI (R • H) (VII) 
which in turn rearranged on heating with NeH in DMSO into the 
4 - ( 1 , 6 -dihydro- 3 -hydroxy- 6 -oxo- 1 -pyridazinyl ) compound VIII . The 
differences between the 4-heterocyclyloxychromanols and the iaomeric 
N-aubatituted compda. V and VIII were elucidated by NMR investigations. 

While in DMSO the former appeared to be conf ormationally flexible mole., 
the latter were rigid. All compda. were tested for oral antihyperteneive 
activity in spontaneously hypertensive rats, using doses of 1 mg/kg. High 
and long lasting activities were found for the pyridyloxy compds. Ill and 
II (R ■ NO 2 ) , the pyridazinyloxy compound VII, and its N-alkylation 
products, as well as for the 3S, 4R-enant iomers . VI (R » Me) waa selected 
for further development. 

IT 1294 21- Bl -4 P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation, spectra, and antihypertensive activity of) 

RN 129421-61-4 CAPLUS 

CN 2H- 1- Benzopy ran -6 -carbon it rile, 4- ( (2-amino-3-pyridinyl)oxy) - 3, 4 -dihydro- 3 - 

hydroxy-2, 2-dimethyl-, trana- (9CI) (CA INDEX NAME) 



Relative stereochemistry. 
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Potential antisecretory antidiarrheals . 2. 

«2 -Adrenergic 2 - [ (aryloxy) alkyl] imidazolines 
Moormann, Alan E.; Pitzele, Barnett S.; Jones, P. H.; 
Gullikson, Gary W.; Albin, David; Yu, Stella S.; 
Bianchi, Robert 0.; Sanguinetti, Elizabeth L.; Rubin, 
Barbara; et al . 

Preclin. Res., g. d. Searle and Co., Skokie, IL, 
60077, USA 

Journal of Medicinal Chemistry (1990), 33(2), 614-26 

CODEN: JMCMAR; ISSN: 0022-2623 

Journal 

English 

CAS REACT 112 : S5714 



effects, sedation, and ataxia, at 10 mg/kg, and in spontaneously 
hypertensive rats ot SO mg/kg. A measure of polarity, log P, was calculated 
for the aryloxyalkyl groups. Regression anal, showed no correlation of 
antisecretory ED50 to the calculated log P. The active compds. did not show a 
separation of the central CNS effects from the peripheral antisecretory 
activity by increasing the polarity. 

IT 24016-03-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(condensation of, with DMF dimethylacetal ) 

RN 24016-03-3 CAPLUS 

CN 2 -Py rid inamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 




NHj 



0-CH2~ Ph 
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Synthesis of new heterocyclic phenols: 
9-hydroxypyrido (1,2 -a] pyrimidin-4-one and 
9-hydroxypyrimido [1, 6-a] pyrimidin-4 -one 
Dennin, F. ; Blondeau, D.; Sliwa, H. 

Lab. Chim. Org., Univ. Sci . Tech. Lille Flandres 
Artois, Villeneuve D’Ascq, 59655, Fr. 

Tetrahedron Letters (1989), 30(12), 1529-30 
CODEN: TELEAY; ISSN: 0040-4039 
Journal 
Engl ish 

CAS REACT 111:194704 




AB Lofexidine (I), an u2-agonist, has central hypotensive activity and 

peripheral intestinal antisecretory activity. Analogs were synthesized 
with increased polarity in an attempt to prevent penetration of the 
blood-brain barrier. Tha compds. were evaluated in the cholera 
toxin-treated ligated jejunum of the rat and in the Ussing chamber with a 
rabbit ileum preparation Active compds. were determined to be a2- adrenergic 
agonists by yohimbine reversals of their Ussing chamber activities. The 

3 . 6- di-Me derivative of I was as active as I in vivo, but derivs. with 

2 . 6- substituents larger than Et were inactive. Aryloxyalkyl derivs. which 
have an imidazoline and a Me or larger group as part of the alkyl 
exhibited the best antisecretory activity. Compds. with substituents in 
the para position of the Ph ring were generally inactive. The 

3 -amino- 1, 6-dimethyl derivative was twice as sctive as 2, 6-di-Me derivative; a 
2 -Me substituent is required in the 3 -amino seriee to retain good 
activity. Substituents on the 3-amino group did not affect the activity, 
but substituting a hydroxyl for the amino group produced an inactive 
compound Replacing the Ph moiety with a 4 -indole resulted in retention of 
activity, but other heterocycles were inactive. The more active compda. 
in the rat cholera toxin assay (RCTA) , when evaluated in the dog exhibited 
antisecretory activity, but also exhibited central nervous system CNS 




AB The novel title phenols I (X - CH, N) were prepared by condensation of a 
derivative II of Meldrum's acid with 3 -benzyloxy-2 -aminopyridine or 
5- benzyloxy- 4 -aminopyrimidine, and hydrogenolysis of the protecting group, 
IT 24016-03-1 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(condensation reaction of, with di-St ethoxymethylenemalonate) 

RN 24016-03-3 CAPLUS 

CN 2- Pyr id inamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 




— 1 
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Synthesis and biological activity of 3- subst ituted 
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Sterrett, John B., Jr.; Montzka, Thomas A.; Croaawell, 
Alfred R. ; Cavanagh, Robert L. 

Pharta. Rea. Dev. Div., Briatol -Myera Co. , Wallingford. 
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J NH 2 

II R III 



p-r “w" 

R IV O O V O VI 



fiatula rat model, but aeveral demonstrated good cytoprotective properties 
in both the EtOH and HC1 models. I (R - OCH3Ph, R1 - Me, n - 0) shoved 
comparable cytoprotective activity to SCH- 38080. 

34016-03-3 . 3- (Benzyloxy) -3-aminopyridine 
RL: RCT (Reactant); RACT (Reactant or reagent) 

(cyclization of, with chloropentanedione , imidazopyridine derivative from) 
34016-03-3 CAPLUS 

3 - Pyridinamine . 3- (phenylmethoxy) - (9CI) (CA INDEX NAME) 
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Preparation of imidazo ( 1, 3 -a] pyridinea as 
inhibitors 

Shiokawa, You i chi; Nagano, Maaanobu; Itan: 
Fujisawa Pharmaceutical Co., Ltd., Japan 
Eur. Pat. Appl . , 59 pp . 

CODEN: EPXXDW 

Patent 

English 



EP 368989 
EP 368989 

R: AT, BE, CM, 

ZA 8708443 
US 4831041 
AT 78035 
ES 3064310 
DK 8706068 
FI B70S1S7 
NO 8704904 
AU 8781693 
JP 63146881 
HU 45526 
CN 87108037 
PRIORITY APPLN. INFO.: 



A1 19880601 

B1 19920706 

0B, ES, FR, GB, GR. 
A 19880727 

A 19890516 

E 19920715 

T3 19950201 

A 19BB0S27 

A 19880527 

A 19880527 

A1 19880603 

A3 19880618 

A2 19880728 

A 19880608 



IT, LI, LU, NL, SE 
ZA 1987-8443 
US 1987-119577 
AT 1987-117018 
ES 19B7 - 117016 
DK 1987-6088 
FI 1987-5157 
NO 1987-4904 
AU 1987-81693 
JP 1987-297182 
HU 1987-5302 
CN 1987-108037 
GB 1986-38263 i 

GB 1987-23439 J 

EP 1987-117018 J 



New imidazo [1, 2 -a} pyridinea I (R - H, OCH2Ph; R1 - H, Me; n - 0) and II 
<R1 - H, Me) were prepared as potential antiaecretory and cytoprotective 
antiulcer agenta. The synthetic routes began with cyclization of 
arainopyridinea III (R - H, OCH2Ph) with MeCOCHClCOR2 (R2 - Me, OEt) to 
give imidazo{l, 3-a] pyridinea IV (R3 - COR2) . The aide chain at the 
3-poaition waa elaborated to give primary aainea IV (R3 - CHR1SCH2CH2NH2 ) , 
which were treated with either butoxyarainocyclobutenedione V or 
methoxyaminothiadiazole l-oxide VI to give II and I (n » 1) , reap. I (n - 
1) were converted to I (n ■ 0) in a two-step process which involved 
extrusion of the sulfoxide in I (n ■ 1) to afford diimidamide 
intermediates , which were treated with thiobis (phthalimide) . None of the 
compds. displayed significant antiaecretory activity in the gastric 



CH 2 C= CH 



f^N^V 




The title compds. (I; R1 ■ alkynyl, alkynyloxyalkyl , dialkylaminoalkynyl ; 

R2 - alkyl; R3 - substituted aralkyl; R4 • H, alkyl) were prepared 
2 -Amino- 3 - (methoxymethoxy) pyridine and MeCOCH (0S02Me) CH2C . tplbond.CH were 
refluxed 46.5 h in EtOH and the product stirred 5 h in 20% H2S04 to give I 
(Rl - CH2C. tplbond.CH, R2 ■ Me, R3 - R4 « H) which waa stirred 2 h with 
2 , 6- Me (Me02CNH) C6H3CH2C1 in DMF containing K2C03 to give title compound II. 

latter gave 93.2% inhibition of EtOH-induced ulcers in rata at 32 mg/kg 
orally. 

117524 -13 - 7P 117524 - 14 - 8P 117524-15-9P 
117524 -17 - IP 117S24-18-2P 117524-19-3P 
117524 -20-6P 117524 -21- 7P 117524-23-8P 
117524 -23-9P 117534-24-OP 117524-25-1F 
117524-26-2P 117524 - 27-3 P 117534-20-4P 
117524 -29- 5P 117524-30-8P 117524-35-3P 
117524 - 36- 4P 117524 - 52-4 P 117524-53-5P 
117524 -54 - 6P 117524 - 55-7P 117524-56-0P 
117550-19-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and reaction of. in preparation of ulcer inhibitor) 
117524-13-7 CAPLUS 

Benzoic acid, 4- [[ (2-amino- 3 -pyridinyl ) oxy] methyl] - , ethyl eater (9CI) 

(CA INDEX NAME) 



RN 117524-17-1 CAPLUS 

CN Carbamic acid, (2- ([ (2-amino-3 -pyridinyl ) oxy] methyl ] -3-methylphenyl) - 
methyl eater (9CI) (CA INDEX NAME) 




RN 117524-14-8 CAPLUS 

CN Benzamide, 4- ([ (2-amino-3 -pyridinyl) oxy) methyl] - (9CI) (CA INDEX NAME) 




RN 117524-18-3 CAPLUS 

CN Acetamide, N- (2- II (3 -amino- 3 -pyridinyl) oxy] methyl) phenyl] - (9CI) (CA 
INDEX NAME) 




RN 117524-19-3 CAPLUS 

CN Carbamic acid, (2- [ 1 (2-araino-3-pyridinyl)oxy]methyl]phenyl) methyl ester 
( 9CI ) (CA INDEX NAME) 




RN 117524-15-9 CAPLUS 

CN Benzamide, 2- [{ (2-amino- 3-pyridinyl) oxy] methyl) - (9CI) (CA INDEX NAME) 




H2N.,N 
NH- CKO 


A-O 

k^k CH2-OH 


RN 117524-21-7 CAPLUS 


RN 117524 - 2S- 1 CAPLUS 


CN 4 - Pyridine ca rboxam ide , N- (2- U (2-amino-3-pyridinyl)oxy]methyl) -3- 


CN Carbamic acid, [2- [ [2- [ ( (2-amino-3-pyridinyl)oxy]methyl] -3- 


methylphenyl] - (9CI) (CA INDEX NAME) 


■nethylphenyl ] amino] -2 -oxoethyl] - , 1, l-dimethylethyl eater (9CI) (CA INDEX 

NAME) 


<p 


Me «2N^N 

r^lpcH2-o— 


o= C 


Cc".„X) 


NH— C-CH2-NH-C- OBu - 1 

II II 

0 0 


T • 


RN 117524-26-2 CAPLUS 


Me 


CN Carbamic acid, (2- l( (2 -amino- 3 -pyridinyl) oxy] methyl] -3-methylphenyl] - , 




phenylmethyl eater (9CI) (CA INDEX NAME) 


RN 117524 - 22-6 CAPLUS 

CN Propanamide, N- 12- I { (2-amino-3-pyridinyl)oxy]methyl] -3 -methyl phenyl J - 




(9CI } (CA INDEX NAME) 

0 

II 

Et-C-NH 

CHZ-O— 


Me »2 N ' V ^H^ 

^ ||— CH2-0— 


k^k 

NH-C-0-CH 2 -Ph 

II 

o 


k?^k 


RN 117524-27-3 CAPLUS 




CN Carbamic acid, [2 -[ l (2-amino- 3 -pyridinyl) oxy] methyl ] -3 -methylphenyl ]- , 




1-methylethyl eater (9CI) (CA INDEX NAME) 


RN 117524-23-9 CAPLUS 

cn i, 3-Benzenedimethanol, 2- I [ (2-amino-3-pyridinyl)oxy] methyl] - (9CI) (CA 




INDEX NAME) 


0 


CH 2 -OH H 2 N 

ry™!-»-U 


i-PrO-C-NH H 2 N. ^ » 

Or 2- ^ 


^S„ 2 -o„ 


Me 




RN 117524-28-4 CAPLUS 


RN 117524-24-0 CAPLUS 


CN Carbamic acid, (2- [( (2 -amino- 3 -pyridinyl) oxy] methyl] -3 -methylphenyl] methyl- 


CN Ben zenemet hand , 2- {[ (2-araino- 3 -pyridinyl) oxy] methyl) -3-methyl- (9CI) (CA 


, methyl eater (9CI) (CA INDEX NAME) 


INDEX NAME) 




0 Me 




II 1 

MeO-C-N 




k^k 


NH— C- OMc 


Me 


II 

0 


RN 117524-29-5 CAPLUS 

CN Acetamide, 2- (acetyloxy) -N- {2- {( (2-amino-3 -pyridinyl ) oxy] methyl] -3- 


RN 1 17524- S3 -S CAPLUS 


me thyl phenyl ] - (9CI) (CA INDEX NAME) 


CN Methaneaul f on amide , N- (2- [ ( (2 -amino- 3 -pyridinyl) oxy) methyl) -3- 




raethylphenyl] -N-methyl- (9CI) (CA INDEX NAME) 


O 

II 

AcO-CH 2 -C-NH H 2 n \/N 

(|^| CH2-0 


0 

II 

0=3- Me 

1 

N-Ke h 2 N. N^ 


Me 


£--^0 


RN 117524-30-8 CAPLUS 


k**k 


CN Carbamic acid, [2 -([ (2 - amino-3 -pyridinyl ) oxy) methyl ]- 3-methylphenyl ]• , 


Me 


1.1-dimethylethyl eater (9CI) (CA INDEX NAME) 


RN 117524-54-6 CAPLUS 

CN Urea, N- [2- [( (2 -amino-3*pyridinyl ) oxy] methylj -3 -methylphenyl] -N-methyl- 


0 


(9CI ) (CA INDEX NAME) 


II 

t-BuO-C-NH H 2 N n ^ N- 


Me H 2 N N 

r^Jj — CHJ-O— 


Me 




RN 117524-35-3 CAPLUS 


1 II 


CN Benzenemethanol , 4 -(( (2 -amino-3 -pyridinyl ) oxy) methyl] - (9CI) (CA INDEX 


Me O 


NAME) 


RN 117524-55-7 CAPLUS 

CN Carbamic acid, (2- (( (2-amino-3-pyridinyl)oxy]methyl) -3-methylphenyl] methyl - 


N^NBj ^^/CH2-OH 

(X~-XX 


, 1, l-dimethylethyl eater (9CI) (CA INDEX NAME) 


O Me 

It 1 


RN 117524-36-4 CAPLUS 

CN Phenol, 3- [( (2-amino-3-pyridinyl)oxy]methyl) - (9CI) (CA INDEX NAME) 


II 1 

t-BuO-C-N H 2 Nx^^N. 

IjV- CH 2 - O— 


cc-cx. 


k^k 

Me 

RN 117524-56-8 CAPLUS 




CN Carbamic acid, [ (2- ([ (2-amino-3 -pyridinyl) oxy] methyl ] phenyl ] methyl ]* . 

methyl eater (9CI) (CA INDEX NAME) 


RN 117524-52-4 CAPLUS 

CN Carbamic acid, (2 -[{ (2 -amino- 6-methyl -3 -pyridinyl ) oxy) methyl ] -3 - 




methyl phenyl] - , methyl eater (9CI) (CA INDEX NAME) 
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<CH 2 ) m NR2 



Ql 



AB The title compda . (I; R - H, Ql; R1 - H, Me, 01; R2 « Cl-6 alkyl; X • H, 
halo, OH, alkoxy, PhCH20, Cl-6 alkyl; n * 0, 1; m * 2-6) were prepared as 
local anesthetics, Ca channel blockers, and gastric antisecretory agents. 

A mixture of p- hydroxy ace tophenono, Br(CH2)3Cl, and KOH was refluxed 24 h in 
MeOH to give 68% p-chloropropoxyacetophenone , which was brominated in Et20 
for 16 h to give 88% ct-bromo-4 -chloropropoxyacetophenone . The 
latter was refluxed 3 h with 2 -aminopyridine in EtOH to give 32% 

2 - (4 -chloropropoxyphenyl) imidazo ( 1 , 2 -a) pyridine , which was refluxed in 
dibutylamine to give 93% 2 - (4 -dibutylaminopropoxyphenyl ) imidazo [1 , 2 - 
a] pyridine (II). II caused local anesthetic activity at 0.1% concns. when 
injected into the quadriceps femoris of rats. 
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O fCN(CH 2 ) m O 



<CO)n 



AB The title compds . (I; R • H, substituted alkoxyphenyl or alkoxybenzoyl 

moiety Q; R1 - H, Me, 0; at least 1 of R, R1 - Q, but not both; R2 » Cl-6 
alkyl; X • H, 21 Cl-6 alkyl, Cl-3 alkoxy, PhCH20, OH, halo; m - 
2-6; n » 0, 1 when R * 0; n ■ 0 when R1 » Q) were prepared as local 
anesthetics. 4-HOC6H4COMe was alkylated with Cl(CH2)3Br to give 
4 -Cl (CH2 ) 30C6H4COMe . This was cyclocondensed with 2-araino-3- 
methylpyridine to give 2- (4 - (3-chloropropoxy) phenyl] - a -methyl imidazo (1 , 2- 
a] pyridine. The latter was aminolyzed with Bu2NH to give after 
acidification, I . 3HC1 (R - Q. Rl - H, R2 - Bu, X - 8-Me, m - 3. n - 0) 

(II) . Twice injected in the quadriceps femoris muscle of one hind leg 
with a solution of 0.001% II led to impaired ability to grasp an inverted 
wire screen with that leg, a measure of local anesthetic activity. 

IT 24016-03-3 . 2 -Amino- 3 - (benzyloxy) pyridine 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(cyclocondensation of, with bromoacetophenones) 
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CN 2 -Pyridinamine, 3 - (phenylmethoxy) - (SCI) (CA index name) 



L22 ANSWER 108 OF 144 
ACCESSION NUMBER: 




nh 2 



0-CH2- Ph 



L22 ANSWER 109 OF 144 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 

TITLE: 

AUTHOR (S) : 

CORPORATE SOURCE: 
SOURCE : 

DOCUMENT TYPE: 

LANGUAGE : 

GI 



CAPLUS COPYRIGHT 2006 ACS on STN 
1988:221703 CAPLUS 



INVENTOR (S) : 



PATENT ASSIGNEE (S) : 
SOURCE : 



CAPLUS COPYRIGHT 2006 ACS on STN 
1988:112274 CAPLUS 
108 : 112274 

Synthetic studies using aromatic amino compounds and 
activated nitriles 

El Shafei, Ahmed K.; El-Sayed, Ahmed M. ; Soliman, 
Ahmed M. 

Dep. Chem. , Fac. Sci . , Sohag, Egypt 

Gazzetta Chimica Italians (1987), 117(7), 385-9 

CODEN: GCITA9; ISSN: 0016-5603 



DOCUMENT TYPE: 

LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



JP 62181284 
JP 08032707 
PRIORITY APPLN. INFO.: 
GI 



Yoshida, Chosaku; Tanaka, Kiyoshi; Santo, Tetsuo; 
Komatsu, Miwako; Kishimoto, Sumiko; Watanabe, Yasuo; 
Tai, Masaru; Saikawa, Isamu 
Toyama Chemical Co., Ltd., Japan 
Jpn . Kokai Tokkyo Koho, 21 pp . 

CODEN: JKXXAF 

Patent 

Japanese 



KIND DATE APPLICATION NO. DATE 



A3 19870808 JP 1986-22146 19860205 

B4 19960329 

JP 1986-22146 19860205 



Journal 
Engl ish 




C0 2 R3 




C0 2 CHPh 2 



II 




AB Benzothiazoles I (Rl » Ph, CH2CN) . fused oxazolines II (Z1 - CH, N) , and 
benzodiazepine III were prepared from 2 -H2NC6H4SH, 2-H2NC6H40H, 

2 -amino- 3-pyridinol, and anthranilamide and PhCH:C(CN)2, CH2(CN)2, PhCHO, 
and C1CH2CN. 

IT 113125-42-IP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 

RN 113125-42-1 CAPLUS 

CN Propanedinitrile, t t (2-amino-3 -pyridinyl ) oxy] phenylmethyl] - (9CI) (CA 
INDEX NAME) 



Me 




AB The title compds. [I; n - 0; Rl - H, NH2 -protecting group; R2 • 

heterocyclyl; R3 ■ H. C02H- protecting group] are prepared 2-Cephem derivative 
II (R4 « COCH2Br) was cyclocondensed with 2 -aminopyridine in DMF to give 
76.9% II (R4 - imidazotl, 2 -a] pyridin-2-yl) , which was treated with 
m-ClC6H4C (O) OOH in CH2C12 to give I (Rl - PhCH2CO, R2 - 

imidazotl, 2-a] pyridin-2-yl , R3 » CHPh2, n » 1) , which in DMF was treated 
with PCI 3 to give I (Rl « PhCH2CO, R2 » imidazo [1 , 2-a) pyridin-2-yl . R3 - 
CHPh2 , n ■ 0) . The min. inhibition concentration of I (Rl ■ Q, R2 « 01, R3 » 
H, 

n * 0) against Escherichia coli waa <0.1 pg/mL. 
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NH 2 

Ph CN 

I I 

O-CH-CH- CN 




nh 2 



0 — CH2~ Ph 
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^N V ^.NK2 

0-CH2 
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CN 2 -Pyridinamine. 3- [ (2, 6-dimethylphenyl ) methoxy] - (9CI) (CA INDEX NAME) 



1 “ 2 V^ 



RN 107229-64-1 CAPLUS 

CN 2 -Pyridinamine, 3- ( (2, 6-dichlorophenyl ) methoxy) - (9CI) (CA INDEX NAME) 




RN 107229-65-2 CAPLUS 

CN 2 -Pyridinamine, 3- (2-naphthalenylmethoxy) - (9CI) (CA INDEX NAME) 



R 4 
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Cl, Me, MeCH2CH2, OCH2Ph) , 01, Q2 (R7 - H, SH) , pyrazol-3-yl , 
benzimidazol-2-yl, 4-methylbenzthiazole-2-yl) , useful as antiinflammatory 
agents, were prepared Thus, a mixture of I (R - Me, R1 ■ OMe) and QNH2 (R3 
Me, R4 • R6 « H ; R5 * Cl) in xylene was refluxed for 16 1/2 h to give 
14.21 I (R - Me, R1 - QNH, R3 - Me, R4 - R6 • H; R5 » Cl). The title 
compds. at 4 mg/kg o.p. inhibited by 33.6% carrageen in- induced 
inflammation in rats. 
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AB The title compda. (I; R » H, OH, CHO, PhO, (un) aubatituted benzyloxy, 

PhCH2NH, etc.; R1 - H, or PhCH2CH2; R2 - H, Me, Et. CHMe2; R3 - H, Me, 

C02H, C02St , CN, CH2CN, etc.}, prepared in general by condenaation of 
aubatituted 2-aminopyridinee with a-halocarbonyla , were evaluated 
for gaatric ant iaecretory activity in the pylorua- ligated rat and 
inhibition of hiatamine-atioulated gaatric aecretion in the adult dog and 
gaatric cytoprotective activity in the rat. In the pylorua - 1 igated rat, I 
were given at 40 mg/kg i.p., et time of ligation and reduction in acid output 
waa measured after 4 h, and in the dog I was lat administered i.v. 0.1-5 
mg/kg and reduction in the acid output relative to nondrug-treated control 
value in the same animal was measured. For gastric cytoprotective 
activity I was given orally 1-30 mg/kg 30 min before oral administration 
of absolute EtOH, and the effect against EtOH- induced lesions was determined 

after 

1 h. The results show that I are not histamine (H2) receptor antagonists 
nor are they prostaglandin analogs, yet they exhibit both gastric 
antisecretory and cytoprotective properties. The mechanism of gaatric 
antisecretory activity may involve inhibition of H+/K+ -ATPeee . 

3- (Cyanomethyl) -2-methyl-B- (phenylmethoxy) imidazo [l, 2-a] pyridine (I); R ■ 
PhCH20, R1 * H, R2 > Me, R3 - CH2CN) (SCH 28080) [76081-98-6] was Selected 

for clin. evaluation. Structure-activity relations are discussed. 

IT 79707-48-5 
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(alkylation of. with halocarbonyls) 
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CN 2-Pyridinamine, 3- [ (4-chlorophenyl ) methoxy] - (9CI) (CA INDEX NAME) 
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CN 2-Pyridinamine, 3- ( (3 , 4 -dichlorophenyl) methoxy] - (9CI) (CA INDEX NAME) 
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t-Bu' 
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CN 2-Pyridinamine, 3- (3 -phenyl propoxy) - (9CI) (CA INDEX NAME) 
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CN 2-Pyridinamine, 3- [ [3- (trif luoromethyl) phenyl] methoxy) - (9CI) 
NAME) 




CF 3 

RN 81066-63-9 CAPLUS 

CN 2-Pyridinamine, 3 - (2-pyridinylmethoxy) - OCX) (CA INDEX NAME) 




(CA INDEX 



RN 81066-65-1 CAPLUS 

CN 2-Pyridinamine, 3- (2-phenylethoxy) - (9CI) (CA INDEX NAME) 



NH 2 



0-CH2“CH2“Ph 
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RN 96428-82-9 CAPLUS 

CN 2-Pyridinamine, 3- (3-pyridinylmethoxy) - (9CI) (CA INDEX NAME) 



AB 




IT 



RN 

CN 



96428-83-0 CAPLUS 

2-Pyridinamine, 3 - (4-pyridinylmethoxy) - (9CI) 



(CA INDEX NAME) 



RN 

CN 



Two series of new semisynthetic rifamycin SV derive. I [N*R3 ■ N*Et3, 

(un) substituted pyridiniumj and II (Rl - H, 3-Me, 4-Ma, S-Me, 3-OCH2Ph, R2 
- H; R1R2 - 3 , 4 - CH : CHCH : CH ) have been prepared The intermediate rifamycins 
S were also isolated. Whereas I had poor antibacterial activity in vitro, 
II were highly active in vitro but poorly absorbed in vivo. They could 
thus have potential aa agents in the therapy of intestinal infectiona. 
24016-03-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reaction of, with broraorifamycin S) 
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2-Pyridinamine, 3- (phenylmethoxy) - (9CI) (CA INDEX NAME) 
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benzoxazinyl, quinoxalinyl , benzoxazolyl . benzimidazolyl; R3 • H, OH, 
alkyl, alkoxy, aralkoxy) (»50 compda.) were prepared Thus benzoxazol inone 
II (R4 ■ H) was acylated with BrCOCHBrMe to give II (R4 - COCHBrMe) , which 
underwent cyclocondensation with 2 -amino-4-methylpyridine to give 
imidazopyr id inylbenzoxazol inone III. At 10 mg/kg orally in rats. III gave 
80.7% inhibition of EtOH- induced ulcers. 
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US 4461901 

PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 



CAPLUS COPYRIGHT 2006 ACS on STN 
1984:591088 CAPLUS 
101:191888 

Pyridyl- containing 1, 2-benzisothiazol-3-amine 
derivatives 

Potoski, John R.; Schiehser, Guy A.; Strike, Donald P. 
American Home Products Corp., USA 
U.S. , 5 pp. 

CODEN: USXXAM 

Patent 

English 



A 19840724 US 1983-472404 

US 1983-472404 

CASREACT 101:191888; MARPAT 101:191881 




AB Cardiotonic and antiulcer title compda. I (X ■ N, CR3 ; R « H, alkyl, halo; 
R1 ■ H, alkyl, halo, (un) substituted aminoroethyl, piperazinomethyl; R2 * 
(un) substituted benzoxazol inyl , benzimidazolinyl, benzothiazinyl , 



Benzisothiazolamines I (R - (un) substituted 2 -amino-3 -pyridinyl , 

2- amino-4-pyridinyl; X » S, SO, S02; n - 2-4) were prepared Thus, 

H2N (CH2) 30H was treated with Na and 4 -chloro-2-pyridinamine to give 
4- (3-aminopropoxy) -2-pyridinamine which was treated with 

3- chlorobenzisothiazole 1,1-dioxide to give I (R - 2-amino-4 -pyridinyl , x 
• S02 , n ■ 3, II). II had an apparent dissociation constant of 8.0 in the 
guinea pig heart atrium H2-receptor test compared with 6.5 for cimetidine 
and at 32 mg/kg intraduodenally in rats inhibited gastric acid secretion 
by 57%. 

93174-96-OP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrazinolysis of) 

93174-96-0 CAPLUS 



1H-Isoindole-1, 3 (2H) -dione, 2- (3- ( (2-amino-3-pyridinyl) oxy] propyl) - (9CI) 
(CA INDEX NAME) 






L22 ANSWER 123 OF 144 CAPLUS COPYRIGHT 2006 ACS on STN 
ACCESSION NUMBER: 1984:530689 CAPLUS 

DOCUMENT NUMBER: 101:130689 

TITLE: Imidazo (1, 2 -a] pyridines and their use 

INVENTOR (S ) : Bristol, James A. ; Puchalski, Chester 

PATENT ASSIGNEE (S): Schering Corp., USA 

SOURCE: U.S., 19 pp. Cont .- in-part of U.S. Ser. No. 277,576, 

abandoned . 

CODEN: USXXAM 



IT 79707-17-8 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(cyclocondensation of, with chloroacetoacetate) 

RN 79707-17-8 CAPLUS 

CN 2-Pyridinamine, 3- [ (2 - fluorophenyl ) methoxy] - (9C1) (CA INDEX NAME) 



Or-* 



IT 79707-19-0 79707-48-5 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(cyclocondensation of, with chlorooxopentanenitrile) 

RN 79707-19-0 CAPLUS 

CN 2-Pyridinamine, 3- (3 -phenylpropoxy) - (9CI) (CA INDEX NAME) 



US 4450164 
ZA 8100219 
ES 498643 



US 1982-450885 
ZA 1981-219 
ES 1981-498643 
EP 1982-105411 



RN 79707-48-5 CAPLUS 

CN 2-Pyridinamine, 3- (2-thienylmethoxy) - (9CI) (CA INDEX NAME) 



US 1980-114473 
ZA 1981-219 
US 1981-277576 
EP 1982-105411 
US 1982-356052 



A 19810113 
A2 19810626 
A 19820621 
A 19820308 



IT 24016-03 -3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and cyclocondensation of, with chloroacetone) 

RN 24016-03-3 CAPLUS 

CN 2-Pyridinamine, 3- (phenylmethoxy) - (9CI) (CA INDEX NAME) 



Imidazopyridines I (R ■ ZXR4 ; R1 - H, alkyl, halo; R2 - CH2CN, CH2NC, 
alkyl, hydroxyalkyl , amino, nitroso; R3 - H, alkyl, haloalkyl; R4 - H, 
thienyl, pyridyl, furanyl , Ph, halophenyl, alkylphenyl; X ■ alkylene, 
ethenylene, propenylene; 2*0, NH, bond) and their 2,3-dihydro, 

5,6,7, 8-tatrahydro, and 2, 3, S, 6, 7, 8-hexahydro derive . , useful in the 
prevention or treatment of ulcers (no dsta) , were prepared Thus, 
2-amino-3-pyridinol was O-benzylated and cyclocondenoed with ClCH2COMe to 
give I (R . B-PhCH20, R1 - R3 - H, R3 - Me). The latter was treated with 
Me2NH and CH20 to give I (R2 ■ CH2NMe2), which was quatemized with Mel 
and treated with NaCN of give I (R - 8-PhCH20, R1 ■ H , R2 - CH2CN, R3 - 



IT 9184B-95-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RAC 
(Reactant or reagent) 

(preparation and cyclocondensation of, with chlorooxopentanenitrile) 
RN 91848-95-2 CAPLUS 

CN 2-Pyridinamine, 4 -methyl-3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 





Me 
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PATENT NO. 



CAPLUS COPYRIGHT 2006 ACS on STN 
1964:490631 CAPLUS 
101:90631 

The synthesis of cie- end trana- 7 -phenylacetaraido-O-2 - 
isocephem 

Hakimelahi , Gholam Hoaein 

Dep. Chem., Shiraz Univ., Shiraz, Iran 

Helvetica Chimica Acta (1984), 67(3), 902-5 

CODEN: HCACAV; ISSN: 0018-019X 

Journal 

Engliah 




II 



EP 6 83 7 8 
EP 68378 

R. : AT. BE, CH 

US 4507294 
AT 18402 
DK 8202844 
FI 8202266 
FI 73433 
FI 73433 
NO 8202126 
NO 159724 
NO 159724 
AU 8285178 
AU 556062 
ZA 8204516 
JP 58013584 
JP 04004318 
ES 513431 
HU 28470 
HU 189595 
IL 66141 
CA 1248957 
US 4450164 
CA 1202630 

PRIORITY APPLN. INFO.: 



AB The title compda . I (n - 0) and N-oxidea (I, n » 1) were prepared from 
2 -amino-3 -benzyloxypyridine via the azetidinonea II (R - Br, N3, 
PhCH2CONH ; R1 - C02Me. CH20H , CH203SMe; R2 - CH2Ph, H) . 

IT 24016-03-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reaction of, with glyoxylate and azidoacetyl chloride) 

RN 24016-03-3 CAPLUS 

CN 2 - Pyr idinamine , 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 



OTHER SOURCE (S) : 
GI 




Engliah 



KIND DATE APPLICATION NO. DATE 



A1 19830105 

B1 19860305 

DE, FR. GB, IT, LI 
A 19850326 

E 19860315 

A 19821227 

A 19821227 

8 19870630 

C 19871009 

A 19821227 

8 19881024 

C 19890201 

A1 19830106 

B2 19861023 

A 19840229 

A2 19830126 

84 19920127 

A1 19830801 

O 19831228 

B 19860728 

A1 19870227 

A1 19890117 

A 19840522 

A1 19860401 



CAS REACT 99:38461; 



EP 1982-105411 

LU. NL, SE 
US 1982-356052 
AT 1982-105411 
DK 1982-2844 
FI 1982-2266 



NO 1982-2128 



AU 1982-85178 



IL 1982-66141 
CA 1982-406007 
US 1982-450885 
CA 1983-423133 
US 1981-277576 
US 1982-356052 
US 1980-114473 
ZA 1981-219 
EP 1982-105411 
MARPAT 99:38461 



19820621 



19820308 

19820621 

19820624 

19820624 



19820624 



19820624 

19820624 

19820625 

19820625 

19820625 

19820625 
19820625 
19821220 
19830308 
A 19810626 
A 19820308 
A2 19800123 
A 19810113 
A 19820621 




AB 
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CAPLUS COPYRIGHT 2006 ACS on STN 
1983:438461 CAPLUS 
99:38461 

Imidazojl, 2-a] pyridinea and pyrazinea and 
pharmaceutical compositions containing them 
Briatol, James Arthur; Puchalski, Cheater; 
Raymond George 
Schering Corp., USA 
Eur. Pat. Appl . , 77 pp. 

CODEN: EPXXDW 
Patent 



IT 



Lovey, 



RN 

CN 



Antiulcer (no data) imidazopyridinee and imidazopyrimidinea I (R - H, 
halo, alkyl; R1 - ZR4 , OZR4 , NHZR4; R2 , R3 - H, (un) eubatituted alkyl, NO, 
amino; R4 - (un) eubatituted Ph, furyl, pyridyl, thienyl; X • CH, N; Z ■ 
alkylene , alkenylene] were prepared Thus, 2 -amino-3-hydroxypyridine was 
benzylated and cyclocondenaed with ClCH2COMe to give I (R - R3 - H, R1 » 

8 - PhCH20 , R2 - Me, X - CH) . Thia waa treated with NaN02 to give I (R - H, 
R1 - 8-PhCH20, R2 « Me, R3 - NO, X - CH) . 

24016-03-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and cyclocondenaation of, with chloroacetone) 

24016-03-3 CAPLUS 

2 -Pyr idinamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 



2 -Pyr idinamine, 3 - (oxiranylmethoxy) - (9CI) (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2006 ACS on STN 
1982:615940 CAPLUS 
97:215940 

Pyridinol derivativeo. I. Syntheaia and 
pharmacological activity of 3-pyridyl glyeidyl ether 
derivatives 

Kurihara, Tozaburo; Takeda, Hideo; Hiaamichi, Kanehiko 
Tohoku Coll. Pharm., Sendai, 983, Japan 
Annual Report of the Tohoku College of Pharmacy 
(1981), (28), 63-70 

CODEN: TYKNAQ; ISSN: 0495-7342 
Journal 
Japanese 

Ten new derive, of 3- (3-dialkylamino-2 -hydroxy- 1-propoxy) pyridine (I) and 
their 2-amino derive, were synthesized, and their pharmacol . activities 
were examined 3-Pyridinol (II) or 2 -amino- 3-pyridinol was heated with 
anhydrous K2C03 and epichlorohydrin in dry MeCN for 15 h to give 

3- (2, 3-epoxypropoxy) pyridine (III) or its 2 -amino derivative in 60 or 70% 
yield, reap. By reactions with morpholine, piperidine, pyrrolidine, 

Pr2NH , and (Me2CH) 2NH , III or the 2-amino derivative gave the corresponding I 
or 2-amino derivs. I (alkyl - Pr) showed local anesthetic activity 
comparable to that of Lidocaine (IV) . The morpholino and piperidino 
derivs. in the 2 -amino series showed stronger activities than IV. 

Writhing response test results in mice were given. 

83751- B6-4P 83751- 87 - 5P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 

BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation and anesthetic activity of) 

83751-86-4 CAPLUS 

4- Morpholineethanol , a- (( (2-amino-3 -pyridinyl) oxy) methyl] - (9CI) 

(CA INDEX NAME) 



P f 

N — CH2“ CH- CH2 



H2N ^ n n 

-Xj 
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CAPLUS COPYRIGHT 2006 ACS on STN 
19B2: 122587 CAPLUS 
96 : 1225B7 

An improved synthesis of 2-amino-3-alkyloxypyridinea 
by a phase- transfer catalyzed ether synthesis 
Bristol, James A.; Gross, Irwin; Lovey, Raymond G. 
Dep. Chem. Res., Schering-Plough Corp., Bloomfield, 
NJ, 07003, USA 

Synthesis (1981), (12), 971-3 

CODEN: SYNTBF; ISSN: 0039-78B1 
Journal 
English 

CAS REACT 96:122587 




AB 2 -Amino-3 -pyridinols reacted with aralkyl chlorides and Adogen 464 to 

yield ethers I (R - H, 5 -Cl, 6-Me; R1 - (un) substituted phenylalkyl. 
2-pyridylmethyl, 2 - thienylmethyl} . A mixture of 2 -amino- 3 -pyridinol, 
PhCH2Cl, Adogen 464, and NaOH in CH2C12 was stirred 16 h at 25« to 
give I (R * H, R1 - PhCH2) . 

IT 24016-03-3P 79707-17-8P 79707-19-OP 
79707-48-5P 81066-59-3P 61066-60-6P 
81066-61- 7P 81066-62- 8P B1066-63-9P 
81066 - 64 - OP 8106 6- 65 -IP B1066-66-2P 
81066-67- 3P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of) 

RN 24016-03-3 CAPLUS 

CN 2 -Pyr id inamine, 3- (phenylmethoxy) - (9CI) (CA INDEX NAME) 



RN 83751-87-5 CAPLUS 

CN 1-Piperidineethanol, a- [ l (2-amino-3-pyridinyl)oxy]methyl) - (9CI) 
(CA INDEX NAME) 




CH2-CH-CH2 






NHj 

O— CH2~ Ph 
RN 79707-17-8 CAPLUS 

CN 2- Pyridinamine , 3 - ( (2- f luorophenyl ) methoxy] - (9CI) (CA INDEX NAME) 




IT 63751- 84 - 2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and reaction of, with amines) 

RN B37S1- 84-2 CAPLUS 




DOCUMENT NUMBER: 

TITLE: 

PATENT ASSIGNEE (5) : 
SOURCE : 

DOCUMENT TYPE: 

LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



96:68719 

Imidnzorifamycin derivative* with antibacterial 
activity 

Alfa Farmaceutici s.p.A., Italy 
Belg . , 40 pp . 

CODEN: BEXXAL 

Patent 

French 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



BE 888895 
NL 8102390 
NL 167022 
NL 187022 
US 4341785 
AU 8170655 
AU 537093 
AT 8102227 
AT 373599 
FR 2462967 
FR 2482967 
□K 8102247 
DK 157876 
DK 157876 
FI 8101565 
FI 69467 
FI 69467 
NO 8101731 
NO 155622 
NO 155622 
SE 8103216 
SB 453089 
SE 453089 
ES 502906 
ZA 8103430 
CA 1142518 
GB 2079270 
GB 2079270 
JP 57011987 
JP 61023193 
DE 3120460 
DE 3120460 
CH 648037 

PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 

OI 



A1 19810916 
A 19611216 
B 19901203 
C 19910501 
A 19820727 
A1 19811126 
B2 19840607 
A 19830615 
B 19840210 
A1 19811127 
B1 19850329 
A 19811123 
B 19900226 
C 19900730 
A 19811123 
B 19851031 
C 19860210 
A 19811123 
B 19870119 
C 19870429 
A 19811123 
B 19880111 
C 19880421 
A1 19820401 
A 19820630 
A1 19830308 
A 19820120 
B2 19840118 
A2 19820121 
B4 19860604 
A1 198203 1 1 
C2 19901213 
A 19850228 

MARPAT 96:68719 



BE 1981-59169 
NL 1981-2290 

US 1981-262123 
AU 1981-70655 

AT 1981-2227 

FR 1981-100S8 

DK 1981-2247 

FI 19B1-1565 

NO 1981-1731 



SE 1981-3216 

ES 1981- S02906 
ZA 1981-3430 
CA 1981-378015 
GB 1981-15790 

JP 1981-77877 

DE 1981-3130460 

CH 1981-3381 
IT 1980-3429 



19810521 

19810511 

19810511 

19810518 

19810S19 

19810520 

19810521 

19810521 

19810521 

19810521 



19810521 

19810521 

19810521 

19810522 

19810522 



19810522 



19810522 
A 19800522 



CN 2 - Pyr idinamine , 3 - (phenylraethoxy) - (9CI) (CA INDEX NAME) 




NHj 



0-CH2~Ph 
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CAPLUS COPYRIGHT 2006 ACS on STN 
1977:567962 CAPLUS 
87:167962 

The 6- and 7-subetituted 4H-pyrido (1 . 2-a] pyrimidin-4 - 
onea. Synthesis via the acid-catalyzed iaomerization 
of 2- (acetoacetamido) pyridinea 
Yale. Harry L.; Spitzmiller, E. R. 

Squibb Inat. Mod. Rea., Princeton, NJ, USA 
Journal of Heterocyclic Chemistry (1977), 14(4). 
637-46 

CODEN: JHTCAD; ISSN: 0022-152X 

Journal 

Engliah 

CAS REACT 87:167962 




Rn I 0 II 



AB The 2 -acetoacetemidopyridine* I (Rn » 5-Me, 6-Me, 5-Br, 5-C1, 6-OH, 3-OH, 
3-OH-5-Me, 5-Cl-3-Me, 3 - ( (o-bromobenzyl ) oxy) ; R1 - AcCH2CO] , prepared by 
acetoacetylation of I (Rl - H) with diketene, were isomerized-cyclized in 
the preaence of p-MeC6H4S03H to give the pyrido (1. 2- a] pyrimidinonee II, 
via the enaminea I (Rl - CMe:CHC02H). 

IT 26419-10-1 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(N-acetoacetylation of) 

RN 26419-18-1 CAPLUS 

CN 2 -Pyr idinamine, 3 - [ (2 -bromophenyl ) methoxy] - (9CI) (CA INDEX NAME) 



AB 



IT 



RN 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT • 

Treating halorifamycins with 2-aminopyridinea gave pyridoimidazorifamycina 
I and II [R, Rl * H. alkyl, OCH2Ph, aminoalkyl, alkoxyalkyl, CH20H, 
hydroxyalkyl , N02 ; RR1 « (un) substituted benzo; R2 - H, AcJ , which 
exhibited bactericidal activity. Thua, atirring 3-bromorifamycin S and 
2 -amino-4 -methyl pyridine in EtOH at room temperature gave I (R » Me, Rl • H, R2 
• AC) . 

24016-03-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(cyclocondenaation reaction of, with bromorifarnycin S) 

24016-03*3 CAPLUS 




IT 64500-43- 2P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(preparation of) 

RN 64500-43-2 CAPLUS 

CN 2 -Pyr idinamine, 3- ( ( 2 - bromophenyl ) methoxy) - , mono (4- 

methylbenzeneaulfonate) (9CI) (CA INDEX NAME) 



CM 1 

CRN 26419-18-1 
CMF C12 Hll Br N2 O 



IT 54108-34 - 8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); 
(Reactant or reagent) 

(preparation and cyclization of, pyridopyrimidopyrimidine from) 

RN 54108-34-0 CAPLUS 

CN S-Pyrimidinecarboxylic acid, 4- ( <3-amino-3-pyridinyl) oxy) -2-phenyl- , 
eater (9CI) (CA INDEX NAME) 



RACT 



ethyl 




CM 




CRN 104-15-4 
CMF C7 H8 03 S 




AUTHOR (S) : 
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DOCUMENT NUMBER: 83:164114 

TITLE: Synthesis of pyrido [1 , 2-a] pyrimido (4 , 5-d] pyrimidin-5- 

ones. Cyclization reaction of 4 - ( (3-hydroxy-2 - 
pyridyl) amino) - 2-phenyl-5-pyrimidinecarboxylic acid 
with acetic anhydride 
Kim, Dong Han; Santilli, Arthur A. 

Res. Div., Wyeth Lab. Inc., Radnor, PA, USA 
Journal of Heterocyclic Chemiatry (1975), 12(3), 

477-80 

CODEN: JHTCAD; ISSN: 0022-152X 
Journal 
English 

CASREACT 83:164114 

For diagram (a), see printed CA Iaaue. 

Treatment of 4- [ (3-hydroxy-2-pyridyl)amino) -2-phenyl-5- 
pyrimidinecarboxylic acid (I) with Ac20 under refluxing conditions gave 
10 -hydroxy -2 -phenyl -SH-pyrido[l, 3 -a] pyrimido [4, S-d) pyrimidin- 5 -one acetate 
(II) . I was prepared from 4-chloro-2-phenyl-5-pyrimidinecarboxylic acid 
ethyl eater, which with the Na salt of 2 -amino-3 -hydroxypyridine at room 
temperature gave 4- (2-amino-3-pyridyloxy) -2 -phenyl -5-pyrimidinecarboxylic acid 
ethyl eater (III) . Treatment of III with a hot aqueous NaOH solution and 
subsequent acidification gave I. Involvement of 4-((3*hydroxy-2- 
pyridyl) amino] -3 -phenyl -5-pyrimidinecarboxylic acid ethyl ester (IV) 

(Smile* rearrangement product) aa an intermediate in the above alkaline 
hydrolysis reaction of III to I was demonstrated by the isolation of IV 
and ita subsequent conversion into I under alkaline hydrolysis conditions. 
Acetylation of IV with Ac20 in pyridine solution gave 4- ( (3-hydroxy-2- 
pyridyl) amino] -2-phenyl-5-pyrimidineoarboxylic acid ethyl eater acetate, 
which gave II on fusion at 220*. This alternative synthesis of II 
supported the structural assignment. Fusion of III gave 
10 -hydroxy- 2 -phenyl -5H- pyrido ( 1, 2-a] pyrimido [4 , Sd] pyrimidin- 5 -one (I) . 

The latter was also obtained when IV was fused at 210*. 

Acetylation of V with Ac20 gave II. 
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CAPLUS COPYRIGHT 2006 ACS on STN 
197S: 73047 CAPLUS 
82:73047 

Dihydropyridobenzoxa (or thia) zepines , 
and derivatives 
Yale, Harry L. 

E. R. Squibb and Sons, Inc. 

U. S. , 7 pp. 

CODEN: USXXAM 

Patent 

English 



intermediates 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



US 1972-232283 
CH 1971-530399 
FR 1971-12174 
HU 1971-SU610 
GB 1971-35937 
US 1970-26147 



19720306 
197 104 OS 
19710406 
19710406 
19710419 
A3 19700406 



US 3849424 A 19741119 

CH 530399 A 19721115 

FR 2093432 AS 19720128 

HU 163333 P 19730129 

GB 1350265 A 19740418 

PRIORITY APPLN. INFO. : 

GI For diagram(s), see printed CA Issue. 

AB The pyridobenzoxazepine I (R « H) was prepared by treating 

2-amino-3 -pyridinol (II, Rl - R2 - H) with o-BrCH2C6H4Br , formylating II 
(Rl » o-BrC6H4 -CH2 , R2 » H) , cyclizing to I (R ■ CHO) , and hydrolysis of 
the formyl group. II (Rl - Ac, Na, o-BrC6H4CH2, R2 « Ac) also were prepared 
as intermediates for I . 

IT 26419-18-IP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and acylation of) 

RN 26419-18-1 CAPLUS 

CN 2- Pyr idinamine, 3 -( (2-bromophenyl) methoxy] - (9CI) (CA INDEX NAME) 





(preparation of) 

RN 38016-20-5 CAPLUS 

CN Benzoic acid, 2- (trif luoromethyl ) - . 2 -amino- 3-pyridinyl eater (9CI) (CA 
INDEX NAME) 




NHj 

0 

II 

0-C-CH2“Ph 




RN 38016-21-6 CAPLUS 

CN Benzoic acid, 4-chloro-, 2 -amino- 3-pyridinyl eater (9CI) (CA INDEX NAME) 




RN 38016-22-7 CAPLUS 

CN Benzoic acid, 4-fluoro-, 2-amino- 3-pyridinyl eater, monohydrochloride 
(9CI) (CA INDEX NAME) 




• HCl 



RN 38016-31-8 CAPLUS 

CN Benzeneacetic acid, 4-methoxy-, 2-amino- 3 -pyridinyl eater, 
monohydrochloride (9CI) (CA INDEX NAME) 




O 



• HCl 



RN 38016-46-5 CAPLUS 

CN 4 - Py r idinecarboxy 1 ic acid, 2 -amino- 3-pyridinyl eater, dihydrochloride 

(9CI) (CA INDEX NAME) 




O 



• HCl 



RN 38016-23-8 CAPLUS 

CN Benzoic acid, 3 , 4 , 5-trimethoxy- , 2 -amino- 3 -pyridinyl eater (9CI) (CA 
INDEX NAME) 




OMe 



RN 38016-30-7 CAPLUS 

CN Benzeneacetic acid, 2-amino-3-pyridinyl eater, monohydrochloride (9CI) 
(CA INDEX NAME) 




O 



RN 38052-54-9 CAPLUS 

CN Benzoic acid, 2-fluoro-, 2-amino-3-pyridinyl ester (9CI) (CA INDEX NAME) 




#2 HCl 



RN 38052-50-5 CAPLUS 

CN 2-Propenoic acid, 3-phenyl-, 2 -amino-3-pyridinyl eater (9CI) (CA INDEX 
NAME) 



NHj 
0 
II 

0-C-CH=CH- Ph 
RN 3B0S2-S2-7 CAPLUS 

CN 4H-l-Benzopyran-2-carboxylic acid, 4-oxo-, 2-smino-3-pyridinyl eater (9CI) 
(CA INDEX NAME) 



CRN 26419-18-1 
CMP Cl 2 HI 1 Br N2 O 




CM 2 

CRN 64-18-6 
CMP C H2 02 



0=CH“0H 




RN 38420-71-2 CAPLUS 

CN 3 - Pyridinecarboxyl ic acid, 2-amino-3-pyridinyl eater, dihydrochloride 

(9CI) (CA INDEX NAME) 




#2 HCl 
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Journal of Organic Chemistry (1971), 36(21), 3238-40 
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DOCUMENT TYPE: Journal 

LANGUAGE: Engliah 

OTHER SOURCE (S): CASREACT 77:113777 

AB N- (3 -Hydroxy- 2-pyridyl) formamide (I) ia prepared by the use of HCOPh. Thus, 
2 -amino-3 -pyridinol (II) ia treated with HC02Ph at 0* to give I. 

Similarly prepared ia the 3-benzyloxy analog (III). N- (3 -Hydroxy- 2 - 
pyridyl) acetamide (IV) ia obtained when II ia treated with PhOAc. II ia 
heated with HC02H to give II HC02H salt. 

IT 31394 -44 - 6P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 

RN 31354-44-6 CAPLUS 

CN Formic acid, compd. with 3- ( (2-brocnophenyl) raethoxy] - 2 -pyridinamine (1:1) 
(9CI) (CA INDEX NAME) 



IT 26419-18-1 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reaction of, with phenyl formate) 

RN 26419-18-1 CAPLUS 

CN 2 -Pyridinamine, 3 - ( (2-bromophenyl ) methoxy] - (9CI) (CA INDEX NAME) 



Or 



,03 
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CAPLUS COPYRIGHT 2006 ACS On STN 
1972:25322 CAPLUS 
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Benzyloxy- or benzylthiopyridinea 
Yale, Harry L. 

E. R. Squibb and 5ona, Inc. 

Ger. Often., 28 pp. 

CODEN: OWXXBX 



DOCUMENT TYPE: Patent 

LANGUAGE : Ge rma n 

FAMILY ACC. NUM. COUNT: 2 

PATENT INFORMATION: 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



DB 2116531 
CH 530399 
FR 2093432 
HU 162333 
GB 1350265 
PRIORITY APPLN. INFO.: 



19711028 

19721115 

19720128 

19730129 

19740418 



DE 1971- 2116S31 
CH 1971-530399 
FR 1971-12174 
HU 1971-SU610 
GB 1971-25937 
: 1970-26147 



19710405 

19710405 

19710406 

19710406 

19710419 

19700406 



2 - Bromobenzy 1 bromide (I) la treated with 2-eraino-3-hydroxypyridine (II) 
or 2-amino- 3-mercaptopyridino (or derive.) to prepare 2-araino-3- (2- 
bromobenzyloxy) pyridine (III) or 2-amino-3- (2-bromobenzylthio) pyridine (or 
derive.). These are used to prepare 6 , 11-dihydropyrido [3,2- 
b] ( 4 , l] benzoxazepine (IV), 6 , 11-dihydropyrido (3 , 2-b] [4 , 1) benzothiazepine, 




SOURCE: 



and derivs. Thua, II in Eton ia treated in turn with NaOMe and I to prepare 
III which ia treated (in AcOEt) with dicyclohexylcarbodiioide and HC02H to 
yield N- [3- (2-broocbenzyloxy) -2-pyridyl) formaaide . Thia ia heated with 
K2C03, Cu bronze, and diethylbenzene to prepare 6 , 11-dihydropyrido (3 , 2- 
b] [4. l] benzoxazepine-ll-carbaxaldehyde which ia heated with NaOH and EtOH 
to give IV. 

IT 264 19- 18- IP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 

RN 26419-18-1 CAPLUS 

CN 2-Pyridinamine. 3- l (2-broraophenyl ) methoxy] - (9C1) (CA INDEX NAME) 



Cc 



I2~0 — 
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Heterocyclic studies. 34. Tolyleulfonyl derivatives 
of 2, 3-dihydro- 5-methyl- 6-phenyl -1,2 -diazepin-4 -one . 
Rearrangement to a 1,4-dihydropyridazine 
Moore, James A.; Vollter, Eugene J. ; Kopay, Charles M. 
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Journal of Organic Chemistry (1971), 36(18), 2676-80 
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Journal 
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CAS REACT 7$ : 118282 

For diagram(a) , aee printed CA Issue. 

2 , 3 -Dihydro- 5 -methyl -6- phenyl - 2 -toayl -4H- 1, 2 -diazepin-4 -i 
rearrangement in Et3N to 3 -hydroxy-4 -methyl -5-phenyl -2- 
(tosylamido) pyridine . With Na alkoxides, I rearranges with loss of ArS02H 
to give Bt and Me esters of 4 -carboxy-4 -methyl- 5-phenyl- 1 , 4 - 
dihydropyridazine . 5 -Methyl -4 -phenyl -2 -tosyl -1.2 -diazabicyclo (3.2.0] hept - 

3-en-6-one (II) undergoes ring opening in MeOH and rearrangement to 
3-hydroxy-4-methyl-5-phenyl-l- (tosylamido) pyridinium betaine in strong 
acid. In base, II gives 3 -hydroxy-4 -methyl -5-phenyl -6- 
(tosylamido) pyridine. 

30428-33- 2P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 

30428-33-2 CAPLUS 

3-Pyridinol, 2 -amino-, benzoate (eater) (SCI) (CA INDEX NAME) 



(I) undergone 



CC 



DOCUMENT TYPE: 

LANGUAGE: 

FAMILY ACC. NUH. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



Ger. Offen., 26 | 
CODEN: GWXXBX 
Patent 
German 



KIND DATE 



APPLICATION NO. 



DATE 



DE 1970-2029497 
US 1969-836654 
BR 1969-215340 
GB 1970-27913 
GB 1972-58099 
FR 1970-23416 
CH 1970-9669 
CH 1972-1141 
CH 1972-1143 
CH 1972-1142 
US 1971 - 1 S4666 
US 1969-836654 



19700615 

19690625 

19691219 

19700609 

19700609 

19700624 

19700625 

19700625 

1970062S 

19700625 

19710618 

19690625 



DE 2029497 A 19710128 

US 3644378 A 19720222 

BR 6915340 A0 19730607 

GB 1319076 A 19730531 

GB 1319077 A 19730531 

FR 2051262 AS 19710402 

CH 532576 A 19730228 

CH 545290 A 19740131 

CH S4S?e6 A 19740215 

CH 549017 A 1 9740S15 

US 3714172 A 19730130 

PRIORITY APPLN. INFO.: 

01 For diagram(s), see printed CA Issue. 

AB The title compds. (I, R « CHO, X » O, S) , were prepared and used for the 
preparation of the pyridobenzoxazepinea II (R - CHO, H) or 
pyridobenzothiazepine III, rasp. Thus, refluxing 3-hydroxy-2- 
nitropyridine with K0H and o- BrC6H4 -CH2Br in EtOH gave 60% 

2-nitro-3- ( o-bromobcnzyloxy)pyridine, which on reduction and 
isomerization of the mixture of the 2-amino derivative with the 2-imino 
compound 

(method A) gave I (R » R1 ■ R2 * H, X - O, RNH in 2-poaition) (IV) . 

Reaction of IV with HC02H gave I (R - CHO, R1 - R2 - H, X - O, RNH in 
2-poaition). Similarly prepared were I (R, Rl, R2, X, end position of RNH 
given): CHO, H, H, S, 4; CHO. Cl, H, 0, 2. Reaction of 

2-amino- 3-pyridinol with Ac20 gave 100% acetate of the N-acetyl derivative, 
which was converted to the N,N-diacetyl derivative (V). Reaction of V with 
MeONa in EtOH and o-BrC6H4CH2Br gave I (R • Ac, Rl ■ R2 ■ H, X ■ 

O, RNH in 2-poaition), which was refluxed with NaOH (Method B) to give IV. 
Similarly prepared by method A or B were I (R • H) (Rl, R2, X, and position 
of RNH given): CF3 , H. 0, 2; H , Cl, S, 2; Cl, Me, S, 2; Me2NS02, H, O, 2. 

IT 26419 • 1 8- IP 31294-58- 3P 31321-70-5P 
31321* 80-7P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 

RN 26419-18-1 CAPLUS 

CN 2-Pyridinamine, 3- ( (2-bromophenyl) methoxy] - (9CI) (CA INDEX NAME) 




31294-58-3 CAPLUS 

Pyridine, 2 -amino-3- [ (o-bromobenzyl ) oxy) - , hydrochloride (8CI) 
NAME) 
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Formamido (benzyloxy) - and - (benzylthio) pyridines 
Yale, Harry L.; Pluscec, Jelka 
E . R. Squibb and Sana, Inc. 




• x HC1 

RN 31321-78-5 CAPLUS 

CN Pyridine, 2-amino-3- ( (2-bromo-4- (trif luoromethyl ) benzyljoxy) - (BCI) (CA 
INDEX NAME) 



• HC1 

RN 26419-18-1 CAPLUS 

CN 2-Pyridinamine, 3 - [ (2 -bromophenyl) methoxy] - (9CI) (CA INDEX NAME) 





RN 31321-88-7 CAPLUS 

CN p-Tolueneaul fonamide , u- [ (2-amino-3-pyridyl)oxy] -3-bromo-N, N- 
dimethyl- (SCI) (CA INDEX NAME) 




Br 
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Journal 
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For diagram (■) , aee printed CA Issue. 

The title compound (1) is prepared from 2 -nitro- 3- (o-bromobenzyloxy) pyridine 
(II). II is reduced to the 2-amino derivative (III), which is converted into 
IV. IV is heated with K2C03 in diethylbenzene to give I N-formyl derivative 
(V) which is converted into I. 

26372-53-4P 26419-10-IP 



AUTHOR (S) : 
CORPORATE SOURCE: 
SOURCE: 

DOCUMENT TYPE: 
LANOUAQE: 

OTHER SOURCE (S): 



RL: SPN (Synthetic preparstion) ; PREP (Preparation) 

(preparation of) 

RN 26372-55-4 CAPLUS 

CN Pyridine, 2-emino-3- ( (o-bromobenzyl) oxy] - , monohydrochloride (8CI) (CA 
INDEX NAME) 
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O-alkylation of 3-pyridinols 
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A general scheme for the preparation of 3-alkoxypyridinea (I) by alkylation of 
3-pyridinols in Me2SO is given and ia used to prepare 35 new I. Alkylation 
of disodium salts of 3-hydroxy-2-pyridones under the same conditions gave 

1- alkyl-3-alkoxy-2-pyridones. 

24016-03-3? 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 

24016-03-3 CAPLUS 

2- Pyridinamine, 3 - (phenylmethoxy) - (9CI) (CA INDEX NAME) 



a. 
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